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(I) 



SjPU (ADP-'Jjf?-;^) 3j?>J^v— fefiaiRB, :fe±i^ftie-«^ (I a) 

7i?ij (adp-UjJ?-:;^) 3l?U;t7-1f (SilT, PARPtBSf. ) «D 
20 7x->i??i^U3*-5^H (£AT. NAD*tKT. ) ©ADP- 'JiJ?-XSrt 
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Xh>, DNA-3l?'J/7— DNA- h^P-f tf^OiS'WXi^M 
ti;5-C, DNA*t'^;V:j-=\^'>:J-'f h^-f h (ONOO-) -^ffittlSSjllflC 
5 RP<DZn7W>^-H;>l'f ^CiK^-rStl 0 OffifJCfcSttflS^^n^.. ) 

( P A R P iiSiSK : Free Radic. Biol. Me4, 21. 855 (1996) ; TIPS., 12,ji287 
(I998)#fi8l;> ±oT. PARPa*?P!ltt«aiSa5EaiMffJ<hLT^fflTfe4t 

10 #Ae>fi5. 

Sfc. PARPAW>^-a^+>- 1 0IEifte««^Dx7-if7r5 
ij_or,_^-(.^;5;^!j;^/-^— tf-3 0Sai:;SoTIS:tfi-»$nS (CeU.. SI, 
801 (l995)#Ba) C<fc*^?)77l?h— >;^fc:MaLTVi5i'&«t>tlTVi-5. 
$ e. P A R P la^Sil t UT-«Wl-» 5nTl> -5 3 - 7 5 / 'OXT S 
15 h'-^-3^>75 H^tt. 'f > • fcf ha (invitro) > ' (invivo) 

i/3vi7, mwn^^j^m^ (tips., 12. 237 

(1998) ;Eur. J. PhannacoL.m 1 (1998) #^) . ?iSJfcS» (Pain., 22, 355 (1997) 

e!t#f^ffl«:#-r5z:tA^a^snTVis. PARpaaFifipjttHi 

■&tJS U h □ ^UXffJ (Biochem. Biophys. Res. Commun., IfiD, 504 (l99l) # 
BB) -^^SaiffiCOtiaiSl (Radiat Res., 126, 367 (1991) ; Br. J. Cancer., 22, 849 
(1995)#B8) i:bTfeWffl-CJ)5Ct*t|i#$nTU5. 

25 £t±©c:i*»^, PARPia«sttswrsfl:^i&tt. a>«rw«jflii4«a 

(B. t^^kS. #»«5^ fflK^) . mitmS. (0igttH«m, 
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m. mi^xhay^-m) , mmm> '>3y^. sssm mnm 

PARPlfi^^JtbTtt, m^ii. 1#M¥2- 1 2 4 8 7 4^?^iB8#fC«, 

(A) 



(St:>f'. R*ttOR^\ fliiR7;w+;k nr»*r*\ Any>, v^)y)Vii- 

10 P^lf'Jk C (O) X**, CN, COX'* (^4", x**«fi)R7;u=^;p, 7 

H (i) -CHR**CHR»*- R'^tt**. 7;i'+Jk 7xn;U$ 

fctt'^>>';l'T*5) , (u) ,-CR5*=CR^*-*fc« (iii) -CR'*= 
15 N-T*0 (Z*di (iii) T*S»^lCttZ*ONttil!NC)|S-&LTVi?)) , 
R'^^IStK*. mL7)V^)V. 7irj|/*fc«'^>v;UT«t). R 

R^**3j:dfR''*ttS6fi:tT*3)?*fett€i»7;i'+;i^T*-5, ) ) t 

^$n5{k^«(*«PARPffi^ettS:=tLT(ri5C:tAt|E«$nTt>5 (S 
20 Oi5i?^«iiJB35:g5i)-*a»Lfe. ) . 

*fc. SU 1 3 7 8 3 0 3^Wae»tli. a (B) 




(A) 
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NO2 

n^mS^- 1 6 7 9 7 4#?B«H»lCtt, -jSiC (C) 



o 




5 (SC'I', R^'^^feJct^R^^^tt^-n-fnaiSLT, CI^STJV^JV, C1~5 
10 ItMBB 54-03248 9#?Bjffl»Htt. (D) 
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E P 5 3 4.4 4 3#?8iBa#lCtt, -JfiSC (E) 



(it'll, A=ttC3~67;i/^;K C5~7->i'P7;i'=*^;v. 7x-;k 

'^TttC l~47;i'+Jk C l~47;Un+vfe«kt^/*;'S:ttAoy>TB 
10 «|SnTViT'bJ:<, mC^tt^^-ifX 77>*fctt5^^7x>S:St)U. 

iii/h«s«iaiFS!i©+iai{*tLTiB«snTVi*. 
W09 9 1 1 6 2 4^mmmiz\t, (f) 
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}i^)v ; vmg^bjt 1 . 2 *;ttt3iR<D^«a*fctta3)iiRT. -tn-eti 

®jStt5~6MaT** : Z^tt (i) -CHR"CHR"- (R^iR" 
«a!l4L.T**, 7;P=^^;k 7'J-;k 7y)V=¥}V) : (ii) -R«''C = CR 
5 (R"tR"«S6liLT*3!l. <£R7;U=*'Jk 7'J-Jk 77;U+;k 

AP, =.hn, -COOR^'. -NR^'R" (/^fc'LR^ttaiJitTTkjjl* 

*J^B)c-r5,JB'«r(0fflSttfeSRtt5-6a!RT*-5. ) ) : (iii) -RVC 
=N- : (iv^ -CR" (OH) -NR^"-. (v) -C (O) -NR"- 
10 (vi) -NR"-C (O) -CHR'*"'- (R^'tR">^tm^LLX7i^ 

^)V. 7;Un + ->, 7;l'y:::JW:i-4^->, 7;i'*'J;i/:^-+->. 7'J-;i':t=^^>'. 
7'J-;U7JPn=^^->, ->7y. 75/. 'fS/, KU;i/. ^*7JP 

i;u7)V^)V, 7'J-;l'. 7^)-}V7)V^)V. AP7'J-;k 75/, Zlh 

p, -hpv, v;*5^;i'75y-e«Si$nTfe<fcVi.) T^snsfl:^*!**, 
p A R p ifl^sii** u T I i 5 d t *tig«$ nx Iri 5. 

20 <b^«» (1) : 4- (2-7-fe5^;l':i-=^->7xr.;l.) -2H-74'7V>- 
l-:t> (CAS Registry No. 71271-37-9) . 

*f6?«#e)». 3i«U (ADP-'j3j?-X) *'Jp<7-i?ia*Stt«:WT5 

25 fk^«!j*EaiT'^<»i«wf!*ff*ofcie*. -Ksc (I) Ts^$n4 2H 
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-fSt^ (I) T?*$tlS 2 H-7^7V>- 1 #'J (A 

(1) 




(D 



10 (i) 7KKS*fctt75y3tlCJ:-3T«SI$n7t:C 1 ~ 4 7;i/+;l'S. 

(ii) a: — A^— A* A» 

(i) -NR'C (O) -S, 
15 (a) -NR^C (S) -S, 

(iii) -NR'SOj-S. 

(iv) -CH2-NR»-S, 
<v) -CHj-O-S. 
(vi) -OC (O) -S, 

20 (vii) -CHj-NR^C (O) -S, 
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(viii) -NR'C (O) NR»-X. 

(ix) -NR^'C (O) 0-S. 

(x) -NR''C (S) NR'^-S. 

(xi) -NR*^-S. ^tzU 

I 

5 (xu) ^**^ ^ 

R'. RS R^ R», R\ R'. R». R'K R*^ R>^ R'* 

(i) C l~87;i/=^^U>S. 

(ii) C2~8 7;W'5r-l/>S. 
(iu) C y c 

15 (iv) - (Cl~47;i'+U» -O- (Cl~47;U+U-» -g. 

(v) - (.C1^4T)V^]^» -S- (Cl~47;P+l^» -S. 

(vi) - (C l~47;i/+l/» -NR>«- (C1~47;U^U» -S, 

(vii) - <Cyc') - (C1~8 7;U+U» -S, 

(viii) - (Cl~8 7;i'=t'W» - (Cyc*) -S, 

20 (ix) - (C l~47;i'=^^U» - (Cyc') - (C1~47;U+U» - 

R '*\t7i(.mm=F. CI ~ 8 7)l=¥)V&. C 1 ~ 8 7JU3:*^->*JU3}?-Jl/S, 
7x:i;i/S, S/itt7x-;i/ST?«ij|^FnfeCl~8 7;i/^>)US«:^t)L, 
Cy c 
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(0 C3~l 0(0¥lR*feJS:nSRa«SI!R. 

(ii) i~4fi<^)a«e^, i~2fi0K«Js^*5<k^;/*fc«na<Dfi(Ejis 
5 (i) T^mm^. 

(u) -NRi^R^S, 

(iii) Cyc^S, 

(iv) -OR>«S. - ^ 

(v) -CC^OR^S, 

10 (vi) -CONR^'R^S, 

(vii) CsNS, 

(viii) /\py>lS^, 



N 

(i 



^ N 

N N 
R** R" 

15 

R'\ R*':ted:t^R"tt^-n-enS&Stl/T, 
(i) *S)IJS^. 
(u) Cl~87;l'+Jl'S, 
(iii) C2~8 7;P^r::;i/S, 
20 (iv) C2~8 7;P+-^», 

(v) Cyc'S. 

(vi) C l~8 7;wa=^=->S, 
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(vii) c2~8 7;i'^-Ju:j-=^=->ai, 

(viii) C2-'8 7)V^=:)V:ir^'>^, ^ft\t 

(ix) Cyc'S. C l~8 7jm=^^->S. C l~8 7;U*;U^:i-S. CsN 

*8SS*ys:tti~3ia©ADy>is^T«iftsnfcc i~8 7;i/+;us 

5 Sr^t)U, 

(i) TKat®^. 

(a) C 1 ~ 8 TJl'+^S. i 
(iii) C 2 ^^-TJU-S^-JUS, 
10 (iv) C2~8T;1'=^^:^;HE, 

(v) C l~8 7;un+v;^;i/3}?r:;i/S, 

(vi) C2~8 7->;WS, 

(vii) C3~8'>i7P7;U+JPS, 

(viii) Cy c'S*fcttl~3ffl©Aay>Jl^TBSI$nfcC 1~8 7;U 

(ix) Cl~8 7JP3+->«T«ift^En)S:Cl~87Jl'+;US*^t>t, 

R", R^^ R*^ R'\ R^^ R^^^feitKR^tt-t-n^^nssibT, 
20 c i~4 7;i'+;i'S, c i~8 7;w3=^^->:<7;i'3}?-;i'S. 7xz: 

Cyc»««, l~4fi«5S«JSi', l~2fflO««lS^*5.ktJC/*/tttl 
C y c *Stt, 

25 (i) c 3 ~ 1 0 <Dmii^ft\t~mi:m*9i. *fett 

(ii) l~4<aODS*JS^. l~2fiia)K«S^l3±tX/*fc«l®ro6iEllll 
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TF*-ttJ 3 ~ 1 0 MO*iR*fctt-iRiC AxDSIt«a*5 L, 

mmc y c 'S, C y c J:^C y c 'Stt-S-n^naft4L/T. SATOG) 
~ (vii) *^Sa«n51~3ffl®S{CJ:oTllSI$nTlriTt)J:li : 

(1) C 1~8 7;U=^^JWS. 

5 (u) C2~8 7JU'Jr-;US, 

(iii) C2~8 7>IU*-;US. 

(iv) C l~8 7;l'3+->S, 

(v) c i~ 8 7;U3:^->*;i/3t?r.;us. 

(vi) 

10 (vu) cl~87>'^3+>'STS!ftstl;tcl~87;^=^^;^S: 

RM4*?JIK^, Any>®^. -has, -NR'»R='»S, C 

i~8 7;i'+;i'S*fc«c i~87;u3+^S, 
i~3ii<;5Aay>M^T«tt$nfcc i~8 7;i^+;i'S*fcttc i~8 7 

15 R"'*5j;tKR3'tt-?-n-ens!i5iixT. *iris^. ci~47;p^;1'S. c 

C 1 - 4 7;l'+JUS*«*3T. 

fcfc'L, R»tt>'/5"JU75/S*«t>$?a:<'i'b®<»:-r5. ] 

20 ^fiK^i-tLT-^WrSxifJ (ADP-Uil?-X) tRU tfifl^^fU, 

(2) -jRiC(Ia) 
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da) 



5 , (u) SC— A^'-A^-A*- 

(i) -NR="C (O) -S, 
(a) -NR^'C (S) -S, 
10 (iii) -NR^'SOi-m. 

(iv) -CH,-NR«*-S, 

(v) -CH2-O-S. 

(vi) -OC (O) -H, 

(vii) -CH,-NR^'C (O) -S. 
15 (viii) -NR"C (O) NR»«-$, 

(ix) -NR'»'C (O) 0-S, 

(x) -NR'^'C (S) NR»»»-a, 

(xi) -NR'**-S, */ttt 

I 

(xii) ^''^ S 
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R*\ R", R*'. R". R'V R'*. R'". R^". R'^'. 

Ri3«, R»«**j:t;R'«'tt-tn-6n»4tT, TKStJSC^. ci~47;u+ 

(i) c i~87;u+u>S, \ 

(ii) C 2~j8-7;i'y-U>S, 
10 Gii) Cyc»"S. 

(iv) - (C1~47;U+U» -O- (Cl~4 7;l'=^^^» -S. 

(v) - (C1~47;W+U» -S- (C1~47JU+U» -S. 

(vi) - (C 1~4 7;U=*^W'» -NR^*'- (C1~4 7;U^U» -S, 
(viD - (Cyc»») - (C1~87JU=^^U» -S, 

15 (viii) - (C 1~8 7JW=^^U» - (Cyc'") -S, Sfctt 

(ix) - (Cl~47;i/+U» - (Cyc^') - (Cl~47;l'+U» 

R««»tt7K3!llS^^. C l~8 7;i/=^^Jl/S, C l~8 7JPn + ->*>lU:i^:i;VS, 

20 C y c * "fili 

(i) c3--io(DS^9i^ft\t=.m^mmm. 

(ii) l~4fi0««K^, l~2fi<D«StlK^^J:l^/*^«Hi®SfEllJS 

25 (i) 7}C*K^, 

(ii) -NR'''R'"S, 
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(iii) Cyc^'S, 

(iv) -OR'»«S, 

(v) -COOR^O'S. 

(vi) -CONR"*R"«S. 
5 (vii) CsNS. 

(viii) ADy>S^. 

(ix) JL ,R««S, ^Itit 
N N 

10 R'^'. R'i':fccfct;R"«tt-5-n^nifiltLT. 
(i) 7K*m^. 

(fi) c i~8 7;i'=^;i/S, 

(iii) C2~8 7;P'5r-;US, 

(iv) c 2 ~ 8 7;u+-;us, 

15 (v) Cyc'*3£. 

(vi) C l~8 7;i'n+->S. 

(vii) C2~8 7;U^r-;l/^:^^->S. 

(viii) C2'-8 7;U+->'P^+->S, Sfett 

(ix) Cyc^'S, C l~8 7>iU3^^i/S, C 1 ~ 8 7;U+;Uf"^S, -C 
20 sNS. *»S*:fc:ttl~3fflOAny>Ig^C<fcO«SI$n/bC 1-8 7 
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(i) 7is.mm^, 

(iO C 1 ~ 8 7;i'4^Jl'S. 

(iii) c2~8 7;py-;i/S, 

(iv) c2~8 7;w=^^-;i'S. 

5 (v) c i~8 7;i/n4^>'*;i/ii?-;us. 

(vi) C2~8 7>';i'S, 

(vii) C3~8->i7P7JP+;US, 

(viii) Cy c"'S*fcttl~3fflC!)Aay>II^T«lftSnfeC 1~85E;U 

10 " (ix) c i~8 7;i'3=^^->ST«si$nfcc i~8 7;u^;PS&^t)L., 
R"'**j;acR*»»tt-5-n-en8ftiL.T. *siis^*fcttc i~87ju+;i' 

R"«, R^*\ R^»\ R'^'. R"'i5<kt;R"*tt^tl-6na 

ALT, *5iiJS^, ci~4 7;p=^';i/S, ci~8 7;w3=*^'>*;p#->'WS, 
15 *fe«7x-;i/ST?«Si$n;tci~4 7;i/+;us*^t>b, 

Cy c^'Stt, 

(i) C3~l 0©mSR*fclilllR«^3!llR. tfett 
20 <ii) l~4ffl05a*M^» l~2fi<^)»«JS^*,fct^/*>t«liS<7)filSI® 

SaffiCyc^'S, Cy c*«S*Jj:r;Cyc"3ltt-€-n^naiStLT, «T 
© (i) ~ (vii) *^f,a«n51~3e(DS{CioTlljft$tlTliTfcJ;Vi : 

(i) ci~87;w+;ws, 

25 (ii) C 2 ~ 8 7;P'y--'l'S. 
(iii) C2~8 7;U+-JWS, 
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(iv) C l~8 7;l'=i^>'S> 

(v) C 1 ~ 8 TJV^^i^tlJV^-JV^. 

(vi) :t^'jm, 

(vu) C l~87JHi:*^->S'C«»SnTVi4C i~8 7;u=^^;us ; 
5 R''tt*iRIS^, Aay>S^, -has. *i6S, -NR^o^R'^'S, 
c i~8 7;p+;i'S. c i~8 7;i/3+->s. sfctt 
i~3iB<7)ADy>is^Titsi$nTiriSc i~8 7;v+;i'S*fc«c i~ 

8 7Jl'3+->S«St>t. •( 
R»'"*3itXR='"tt-t-n-fn$6ALT. *?!5®^. C l~4 7Jl.+;l.S. 
10 C i~8 7;i/n+'>*;U3}?^;uS, 7xr:;i/S, Sfc«7xz:;i/Si?ttSI$ 

n;tc 1 ~4 7;u+;i'SS:**5-r. 

fefc*L, R' 5">iP75yS?feat)$35:Vifc©i:L. 
. 15 *fil?<. ] 

T*Sn4 2 H- 7^5^ 7>'>- 1 *fc«-5-n^(D*»ft*, 
(3) iris (2) i»E«tSi;3ti**St)fR"'«f. R'««*<*ai®^^, 
Cl~47;l/+;WS, Cl~87;i'3^^i^*J|.4?z:Jl.S. 7x-;US, Sfc 

7 x:z;us-e«gis nfc CI ~ 4 7;i'+;us*at) L, 
20 Cy c "S**Cl~87Jl/3:^'>:<j;i/4?x;uST«»$nTViTt)«J:Vi 
(i)C3~l 0©¥i8Sfca-S!lS^^«SR. l~4ffl(0S*lS^. 

25 (i) 

(ii) -NR'"R*»'S. 
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(iii) Cyc*'S, 

(iv) -OR""S, 

(v) -COOR^O'S, 

(vi) -CONR*"R"*S, 

5 (ix) JL ,re^m. 

JL2ea ■L29« 

R>^», R*»''^ckr^R"''d«-e-n^ns3ii[bT. *3!iJS^, ci~4t;u 
10 ^t>t. 

R^'-d^TK^JS^. c i~47;i/+;us> c i~8 7;pn+->:^7;i.4?ii;us> 

R'»"43=kt^R*'"'*«^-n^n3fiiLT, *3(§JS^*fettC 1~4 7JU+;U 
15 S*St)L, 

C y c ^'S^^C 1 ~8 7;U3:^i->*;PJt?-Jl/ST«»$nTtiTt)J:ti 1 

~ 4ffloa*js^, 1 iicDS«js^*s j:tx/*fctt 1 moymnm^^^ts 3 

R^'*<*«1S^. ADy>lg^, z:hnS*fettNR"'R3'*S*abr 
20 (la) T^^nsWIB (2) |2«(D{k^«. 

(4) Wffi (2) IBiSO-iRS (la) iC^ViT. 
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A^'*5j:tXA''*iatia (2) tmc^^^^f^L, 

A'"*i (u) -NR^^-R'^'S, (m) Cyc*«S, (vii) -C = NSS^ 
it (viii) APy>S^^S:St)-rd^ itfc'b. A''AtNR'^''R^'"'SS^t) 
-rt#. R'^'fiMfB (2) t3E«OSa)^-fe, *3tS]Si=-, C 1 ~ 4 

et^l-ODSS^toL/, Cyc***«. C l~8 7;l'=*^;VS, c 2~8 7;uy:i;i/ 
S, C 2~8 7;i/+x;US. C 1~8 7>IU3:^->S. :t+ys, i5j;t;ci 

~ 8 7;u3^^vStCckoTii»$n«:c 1 ~ 8 7;i/+;i/SA^e.aj?^?n-| i 

~3iS (C ];>8 7;i'=\^;i'S, Cl-^STJV^^'y^, *3J:t;c l~8 70l/ 

10 ii+->Sfcj:oT«a$nfeci~8 7;u=*^;i^s«)«^. •5-n-en2<i*fe 
:fe<kt^/*fctt 1 m<omnm'F^tts 3 ~ i o Mo*ms ^ttziiRS'NxD 

iS*at>ffJIB (2) IB«Ofl:-&«, 

(5) irIB (2) l3«©-jRSE: (I a) »C*HT. R*'*t*KS. Cl~ 

iftsnxvisc i~87;i'=<^;PS*fcttc i~8 7;u3+£/S&^t>-rffiiffi 
(2) 

(6) HRSC (la) T^$n5ff«;a:2H-7^7>'>- 1-*>R» 

20 

fiai^a. 7;w+;us, 7)V^=^)vm, 7)V^-)vm, 7;i/3^->s, 7Ji'+ 
7;u+w>s. 7;uy-i^>s*j:t/7;u+-u>Sfcttita(7) 

•5Stt{*^ (E. Z. ->;^, h7>;^«e) . ^?F^*©#ffil?tCJ;5Stt«: (R. 
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^ttft (D, L, d. 1ft) . i'ovhi^^75i-KtcJ:5ffittft 

ft, fiffittft) . ¥«ft^«i, cne.©ttjS(Dfa^ofb^«!», ^-tss^isj 

5 tft. -jftiC (I) iSitX (la) T*Sn5*f6?B{b^%<D)t^Sttft 

fti^DTh^77'^-{cj;5^j-iij. V7z'ru:t^-m$>i>^mnmi\:'^^ 
10 *5g?Btc*j(riT. ci~4 7;p+;vSi:tt. ;>^5=-;k xf^;k :fn\i)v. 

C2~8 7;P^rx;i'Sitt. xx-;k :/n'^x;k :/f-x;k '^^xx 
15 A^-fex;!/, A:^f-x;k :*-i7xx;PS:feJ:i^c:ne)OSftftT*s. 
C2~8 7;u*x;i^Si:tt. x5^x;k yat;x;k :f^^)V. o^- 
A+i/x;!/. a:/^x;1/. ;j-d7^x;PSiij;t^ine>©S14ftT*5. 

20 Cl~8 7;l'+^>Sitt, ;)15=-U>, X5^U>, hU^^\^>> xh7 
;<f=-W>, '^>^;^5'U>, '\:/^;<?^>. ^i7:?;<5=- 

>>S*J:t^ine«)SftftT*S. 

C 2 ~8 7;i/^rxU xf-xi/>. yn'^xU>. :/xxu>, 
'^>xxi^>, /s4-fcxu>, AyTXl/>. ;j-^'rXU>Si3iu:cne) 
25 (DSttft-C**. 

Cl~8 7;V3+'>S<i:tt, ^h^'y. xh^i^s ■:fn-!fi^>. ^h^^^v. 
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O'^JVt^z/. ^^'y)\^7t=¥'>, ^:f^)Vt^->, ti^'^Jlyi-^i^^^J: 

'^>x-;i/:t+->, ^+-fe-;v:i-+>', 
•f^-)V^^i/, ^>^:z)i7t^->. 'N^^v-jU^j-^v, '\y5^-;i/;j-+->. 

15 C2~8 7'>;u3lttt, 7-fe^;k :/Dtf:fxjk n^'j;k 

C 3~8i/i'0 7;U4';USi:«, i/i^nyatf;!/. >'i7n:/5=-;K vi^D 

Cl'-8 7JU+;U5^*»ttt, >5=-JV5=-:i-. X'^JV'f-^. '^u\d)V=^t, ^ 
20 ^>^)V=f-ilr. '\+'>;l'5":l-. 7j-i7 5^;U5"3j-Si5 

C3~l 0<D^*t«r:SRi:^5)SS8tLTtt, (1) ->^7nyn 

->^py^>. v';rP'^>^>, vi^P's+lJ-X ->d7n'\y^'>, 
->i^p:ti'3'>, ->^P/:^>. ->^Px*>, '>5P'^>T^>, vi'P'N 
25 *-fe>, ->i7p:i-d^x>, ->irpy:^>. i/irPT^^rX iy^u^y^fVX. 
>. virp^^+»-vX>. vi'p/\:/^vX>. ->i7P:t^^ vX>. i/^ 
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D7;U^JU, v/i7D7;pyx;k ->i7n7;U*>v'x>*J<i:tX$/i'n7;P* 
>hijx>, (2) '<>-if>. ^y^vy. -iyyy. -{yfy. -fv^vy. 

5 7XV'>fl)J:^J5:C6~l 0©5!r#JS^JfliR. (3) /'?-b HP'^>^1/>, 
/X-t KP'f >T>. vtHD:h7^U>, •rh7kHn:^73'U>. n- 
\i\'u±y^uy. /t-t HP7XI/'>iR«f*«^tf ?>n4. 

1 ~ 4 ffloa^s^'. 1 ~ 2 ^tt 1 a<Dunm^ 

10 i~2<B©K*lS^l3ir//*fcttHH«)i6JtlS^*-&tr3~l Ofiro^iR 

15 t:p-;k -r5:J^v-;k h'J7^/-Jk -rh^'Z-Jk t:7y-;k 
t!'jy>, tr7->*>, t:'j5->*>. kT'jyv'x 7-tft>, v7-i?t>, 

' tf7>. :t=^±\iy. *+-y-trfcr>, f^:i-:7x>, 5^7>r> (5^:tt! 

20 :t+it>77-ift:>, 5"7'>*7y-;k ^7-jy. =f-7'J7vy\ ^TMidy, 

5^7-:^7-tfe>', 'f>H-Jk 'fV'f>H-;k ^>775>, -iV^yJ 

25 )!j;i/A*7-;k 7^^)'Jy^^ifi^^iit\i>. 

MaSL/fe 1 ~ 4ffla5S*lS^ , 1 ~ 2 jB®it«IS^^*i J;t//Sfc« 1 <HO 
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V^}y>. hU7yj>, h'J7'/'J'>*>, xh7'/U>> xh7>/U>'>, 
vtKntf7>, 5^h7tHPt:7>, vkHn^:i-7x>, xh^tHD 

10 */-Jk v't KP'ry:^■=^^-t^7-;k ■rh^kHP'fv^+iJ-y-;^ vt 

HP^7y-;k 7^h7t:HP5"7\/-;k S^t Kp-T Vf^T^-Jk 

-r>KU>, i?k KP'^>l/7v>, /'^-kHP'^>y7^>. vkHP-l' 
V^>Vyy>. n-\i^u-iV^>Vyy>> -:^kKP'^>75=-:t7x>. 

15 /t-kKP^>75^:t7x>, v'kHP^y^^y^^^xV, /X-kHP 
'f V^>7^:t7x>, >?kHP'f >3^'/-;k /^-kHP^>y7-;k 
>'kKP+>"J>. T-h7kHP+y'J>. /t-kHP=*^y 'J >. vkKP 
-fV=*^/'J>, xh7kh*P^'y+y •J>. /"t-kHP-f >, >?k 

HP7^7v>, xh7kHP7^7-:?>. /^-kHP73'7-:?>, vkH 

20 P:?-75^<J>'>, x h7kHP:J-75^'J'^>, /"^-k KP:^7f^•J v 
t:|<o:^^/+iJ-iJ>, xh7kHP=^^/=^-!J-UX /^-kHP+/+-9-'J>, 
i^t Fp^:>-\/U>, f-h7kHP+:>-7U>. /t-k Hp=^^:»-7'J >. ->* 
kHPv'>yU>. ■T-K7kHP-»>"J>, /^-kKP'>>y'J>, i^k 
l«p'^;>7*=»^it\/-JU. /'^-kHP'<>7:i-+-»J-7-;i'. >?kKP'^>7 

25 ^77->»k /•^-kKP'^>7^77-;k vkHP'<>7^5y7-;i/. 
A-kHP'Oy^S^^'Z-^k ^>7:i-=^^-!t-t?t:>. '^>y^^-!J->*7-tf 
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h*o^7-tfe>, -f>HDxh7hHP^77-fefhr>, -f >KP5^7v7-br 
5 t:>, -f >HPxh7t HPf^75;7-l?tf>, 'f>HP71?tf>, -OHp 
5"h7t HP7-trfcr>. ^>HP-:^7-lft!>. >KPxh7t HPv7-{f 

fci>. ^y^/vv^y. '<>y5^7v7»/-;k '^>^yh'J7y-;k 
77-. 'f5a^y^77-;k KP*;i^ny-;K T^h^tHP^^-A 

»y-;k A-fkKP*>iUA'^/-;k vtHP7^'Ji?>, xh^tHP7^ 
10 'Jv>, /t-t h*P7^"J>'>. 1. a-s;:^*-^-^" >5''>. 1, 4-'^> 
yv^+-tf>, +5?^'Jv'>. 7i?'Jv>, ^=^^->7>, 5^:^ 

^y'yy. 7-^=f-vy. :t^-t^>. '^yir=^±^>m^iimfitii>. 
1 ~ 2 ffl<7)a3)fiS^*<fct^/*fett 1 il<^)SlJ!t®^*^ty 3 ~ 7 M©*il! 

'sxpmii/Ttt. 7-:;'Jv^>, 7-fer5^i?>, fc!.P-;k epu>, 

15 tfPUi^X t'^'Jv^X tfUi?>, S^kHPfcf'Ji^X Th^tHPfcT'J 
i^^. 7-tffcr>, >'tHP7-lffcf>. -rh^t HP7-tfc;x /•^-tHP7 

77>. fc;7>, v'tKPtf^X xh7tHPt7>, t^-tliy. v't 
HP:t=^^-l:tf>, xh7t HP:r=lF-fefc:>. /t-tHD*+-te>. -fS^J^ 
20 V-Jk -fS^'VU^, 'fsyVUv'X t7V^-;k \dyVU>, tf^7 
HPfc!'^7i^>, kr'J5i^>, v'tHPfc:'JSv>, xh^tK 

ptrusv'x tf^i'x vtKPkr7v>. xh7tHPt!7v>. t:u 
^^v>. vt HPfc:'J^''vx xh7t KPt:'jy>'>. -:^7-ifif>, s^t 

25 u>. ^+it'/-;k -f v^f^^^u-v'-^k :r+-tJ->?>. ->*t Hp:t+-y-'/- 
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10 — A'T*4. 

A><tLTiff*L<{i. -NR^C (O) -S, -NR«C (S) -S, -N 
R*S02-«, -NR'C (O) NR»-S*;ttt-NR^''C (O) 0-ST 
cfcOffiL<«-NR='C (O) -S*fctt-NR«SO2-ST*0. 
$&lC»*L<tt-NR^C (O) -STSO. L<tt-NHC 

15 (o) 

A'i:tT»*KttCl~8 7;l'=l'l/>S. C 2-8 7;i'y-U>S. - 
(C l'^47)l^U» -O- (C1~47;U+V» -S. - (Cl~4 
7}V^U» -S- (Cl~47;i'4^l<'» -S, - (Cl~47;l'+l/» 
-NR'"- (Cl~47;l'+U» (Cl~87;l/+U» - 

20 (Cyc') J;DJifSL<f4Cl~8 7;i'^U>S, - (Cl~ 

47;U+U» -O- (Cl~47;l'+U» -a. - (Cl~47Jl/=^^U 
» -S- (C1~47;U+U» (C l~8 7;i/+l^» - 

(Cyc^) -ST*0, t)t)tfe»*L<ttC3~47;i/^^>S-C»-5. 
A'tLTifFSL<ttOR'»S, NR'^R'^SStttCy c ^ST*0, =t 
25 OiffSKttCy c^XT»-5. 

Cyc'S, Cy c'X<i:LT»*t<tt. 1 ~ 2<BcDS*lS^i3cfcc;/* 
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eD-;k kr7-:^>, t:u$i?>. tfj^^e^x 7-ei;>, trnux tfa 
'j->*>, -fs^^yux <^^^7u>^>, vkHnfc:u->*>, vtKDtr^ 

10 >i!ltfT*5. 

C y c »Si LT J: 0 if * L< «. 1 ~ 2 IHoasRlS^*'&t; 3 ~ 7 M<D^ 

u^^v'x 7-ifb;>, t:p'j>, trpui^x 'fs^\/u>. -rs^^vui? 
>, HPt:'j-:^>, v^tHPtf7i?>, s^t Kp.fc:u5>^>, v'tKP 

Pt;U5i?>. xh^t KPtfU^'i^X -:^tHP7ift:x xh^tHP 

7-i?t:>. ^;ut KP7-ferk:>, A^'y-tHPtf'j5-:^>ai^T*5. 

■irtf3~7M©*i8'^xnaiT*o. -:?t Hp:t=^'iJ-y-;k 
20 7t Kp:i-+-t}-7-;k s?kKP'ry*+-tJ-y-;i'. xh^tHn-fv:*-* 

C y c 'St UTiff * U < tt, C 3 ~ 1 0 ^Jm^m^t-fzit I ~ 2 ®©s 
5RM^:6<kaC/*fctt 1 flcDKSfllg^ S^tr 3 ~ 7 Sa)*S8^xPS8T* 0 , 
«f9^«->i^pypA>. z^i7n-:f^>. x/^u09y, ->i7P'\+-9->. 

25 >'i^P'sy3'>. ->i'P:*-^^'X ->i'Py:^>, >'irpx*>, •>i7P'< 
>X>, >'i'P'N+-fe>'. virP*i7x>. >'d^Py^>. ->i7Dx'^>. 
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l/i7UO^'JJ.>. ->d7DA^tJ-:;x>. 'yiPU-^-^^VX-y, •/i7U-t 
C3~l Qyi;u7)V^)V. >'i7n7;U^rx;k- -->i'P7;l/*>>'X>l5j; 

5 t;f>'i7P7;w*>h'Jx>, '^>-tf>, h:<ji^>. t;a-;k tr^v^. tf 
uav>, t:'j^^>'>> 7-tft:>, t!a'j>, t:pU':^>, ^5yyj>, 

-fS^yU-:^>, -✓tHntrUS?>. ytKDi;7>'>. vtHPlf'J5>^ 
>, HPt!U:5^v>, t!^'J>^>, x t Hp fcTU S?>, tT'^^V;^, 
xh^tHPJf'J5v>. xh7t HPt'J^'S^X >'hHP77>. 
10 7tKP77>, vtHPt;7>, 7"h7tHPk:5>. v't HP:t^-9-V^ 

xh7t Hp:t+-t}-\/-;k v'tHp-rv:i-+i}-y-;k xh^tH 
P7-fert:>. 'VJ^^-y-tHPii'JSi^x t;p*>j>m«-c**. 

15 APy>S^. XhPS, NR'''R'»S*fctth'J7;l':fP;»^5^;VST?*0, 
J: Off * L < Apy h U 7;i':tD ;*^;i.ST* 0 , 

o t t>iif * U < fi*3lllS^T« 4. 

(I a) T*Sn5fl:^«®5%R>*<!:tTffSL<tt, — A'«- 

20 A^'tLT»*b<tt. -NR"C (O) -g, -NR*«C (S) -g, 
-NR^'SOj-S, -NR^'C (O) NR»»-SSfctt-NR""C (O) 
O-ST?*0, J:t)»*L,<tt-NR"C (O) -SS^tt-NR^-SOj 
$eK:»*L<tt-NR»*C (O) 'botfeff* 
L<tt-NHC (O) -ST*«>, 

25 A*'tL/T»*L<eC 1~87>IU+U>S. C 2~87;UyxU>S, 
- (C1~47JU^U» -o- (C1~47;U+U» -S, - (Cl~ 
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47)V=¥U» -S- (C l~4 7;i'=^=-I^» -S« - (C l~47;i'=^^U 
» -NR'»'- (C l~47;i/^U'» -S*fett- (C l~87;i/+U» 

- (Cyc^») -ST*r), J;0»iL<ttC l~87;i/=*^U>S, - (C 
l~47;m^k» -O- (C l~4 7>)U=^^l/» -S. - (C1~47JU 

5 -s- (C l~4 7;W=^^l^» (C1~87;U4^U» 

- (Cyc^») -ST*0, 'fet>tt)JifSb<ttC3~4 7;U=^'U>ST* 
5. 

10 Cyc»*S, Cy c*fStLTff*L<tt;' l~2ffl«)S3ffIi^*J:CX/ 
1 m<DmMSi=Fitti 3 ~ 7 M(D^!RaxdSRT* 0 . ^A«tf U 

15 tFot!'J>'>. xh7t KPfcfUS-:^^, xhvtHatfU 

-ry:f=^^lJ-y--'k xh7tHa-f V;j-^^-9-!/~;P, ':^kHn7-l?t!>, x 

20 *'J>m«T»-5. 

C y c ' 'St LT J: Off * b < tt, 1 ~ 2 fiWS*®^ *^tr 3 ~ 7 

li'Ji^i^X 7-l?t;>. krD>J>, liPU>?>. >fS:5'y'J>, 

'jy. >'kKPkru-;^>, i^tKPk^v'x -:?kHPi^U5s?>. <>*tH 

25 Ptf'J^'i^X t;'^'J>'>, Th7tHPtr'J>'>, M^V'Jy. xh^t 
HPfc:U5y>, xh7t HPt;U^^v>, >?tHP7-l?tf>, Th7kH 
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C y c ^ 'St UTi Off S b< tt. 1 m<0^^m^^^U 1 jB©K3Rlg^ 

Cy c''S<i:L/T»Sb<tt. C 3~ 1 OM¥i!!^iRIR*Zitt 1 ~ 2fflro 

D, ^f(.\thpu-:fun>, -y^urf^y. =y>ju^y9y. -y^yu^^-^ 
10 >, i/^u^^9y. ->i^n:ti'^>. v'i'D/:f>, ->d7Px*>, ->d7 
n'^>x>. >'i;p'\+-tx >'i^p:ti'x>. v'i7Dy:^>, \/^u=t't 
>, ->i7D'^>3'vX>, ->^n'\+iJ->?xx >'J^n'\y5'-:^x>, ->i^ 
p^i^^'v'x^, i/i'P/'^j^x^. i/i'Px^v'x^v vi^P'sy^'hU 
x>. v'i?p:t^^' hUxx >/^p/:?-h'jx>. >'irP7*:«j h'Jx>© 
15 J:5;^c 3~i 0'>i'P7;v+;w> e/irnyjv^rx^p, ->i7P7;w*>i^x 
>*5j:t;->i^p7;i/*>h'jxx '"^^•ifx euv'x t:p-;k evv' 
X K'j5>?>, tfuy-:?x 7iit;>, trpux trouv^x i's^^y 

U>, 'i^'^'/^y-yy. 5?kHPt:'JS?>. vtHPt:7>'>, v'tHPlf 

U5s?>, vkKPt:'jy-:^>, \L^^)vy. xh7tHPfc!'j-:^>. tf'< 
20 7v>, xh7t h'ptru^-^x xh7t h'pt;u^^-:?>, i^tHp^^ 

>, xh^t>*P77>. v'th*Pfc:7>. 5"h7kHPe7>. vtKP 
:t^-*i-V-)V. xh7t KP:*-+-!J-y-Jk vt HP-TV ^=^^-y-'/-JK x 
h7t HP1'y:l-=^-!i-y-;K v?tHP7-lit:x xh^kHP7ifk:>, 
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^nsfk-^l^. ■rJ5:t>-&, -iRiC (1-5) 



15 




(a) (IV) T*Sn5fl:^«t. HRiC (DO 

Y4 — Aa-t— AW (IX) 
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(b) -jisic (X) 




R2-1 

(XI) 

R"HN — A'-^A*' pa) 

10 (IV) TS^sn*fl:^«it-jRjc (k) T^snsib^^, 

ii8^ (X) -c^^n^it^^t-iist^ (XI) -c^^nsfk^^KDK^sjfiiitt 

>, 7-thxhij;i.^) «f, %S (h<Jx5^;U75>, \f.^)'J>m 
15 T*fc«*#ffT, 0~i 0 0'CTfi>£:$li-s;it{cJ:0ff;S:bti-5. 

(c) (1-5) TS^$n5{b^1»©5-^, A^-'d*Cl~8 7 

)V^VZ^m^ C 2~8 7;U^rxU>S. - (C 1 ~4 7;i/=^^U» -O- (C 
1~47;U+1^» -S. - (C1~47;U+U» -S- (Cl~47;l/ 
+ U» -S, - (C1~47JU+U'» -NR'"- (C1~47JU+U» 
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-S, - (C1~87;U+U» - (Cyc') -S. (Cl~47 

- (Cyc») - (C l~47;i'=^^U» -ST5^$n4fl:^!|!3, 
■r;a:t»^. HKiC (1-5' ) 




5 (Sltf. A^-^' «C l^STjP^-UVS. C2~8 7;l'^rr.U>S, - (C 
l~47;W+^» -O- (C1~47J1/+U» -S. - (Cl~47;i/ 
+ U» -S- (Cl~47;i'+U» -S, - {Cl'^AT)V^V» - 
NR'*- (C1~47;U+U» -S. - (C l~87;l'4-U» - (Cy 
c') -S, (C1~47;P^U» - <Cyc') - (Cl~47 

iifEHRS (IV) T*$n5fl:^«ii:. -jKiiC (xn) 

OHC-A*-^A'-^ (xn) 

(^tf, A2-i"«C l-'7 7;i/+U>S, C2~7 7;U^r-l^>S, - (c 
l~37;i'+U'» -O- (C 1-'47;U=<^U» -S. - (Cl~37;i/ 
15 -s- (C1~47;U^1^» -S, - (C1~37;U+U» - 

NR'*- (Cl~47;p+U» -S. - (Cl~77;i'+U» - (Cy 
c') -S, Sfctt- (Cl~37;i/J^^W» - (CycO - (Cl-47 

$ ti5.fb^«) *a7tW7 5 y fkKiSJc^r d t ic o t % sisr s c t a^t 
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-STs^^n'S^'^"*'' ■r)5:fc-fe, -iRSC (1-6) t 



(a) HRS: (xm) 





-i— CHa-NHR* 



(xni) 
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(b) ^I5-«jC (X) TS^^nSfb^ftt, (XIV) 

y-CHj— A*-'— A'-^ (XIV) 

(c) (XV) 




(xm) Tf^^n-sfli^lftt-jRiC (k) -cs^sni^k^^J, 45J;r; 

-JKS^ (X) ?3^$n«fl:^« <!:-«« (XIV) T*Sn5{k^«l<DE^£:H. 
MIH-jRiC (IV) -e*;^ti5<t^«<i:-«iC (DO TSSn^-fk^ifecDS^S: 

15 -jRiC (XV) T^$n?){i:^ft(h-«iC (xi) TSsnsfb^^irojiTEW 
7sy{bS*5«. IfrlE-iRiC (iv) T*$n-5fl:^«!t-«i: (xn) 

[7] HRiC (I) T*^En?>*3?Wft^«!l05^. A'At-NR'C (O) 

NR»-s-c*sn5{k-&«5. TJft^D-e. (1-7) 
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a-7) 



A'-^tt-NR»c (o) NR«-s*^*3t. •^(Dm(om^\m^i 
<j:i^i;si*s«t)-r. ) T^$n5{b^«jtt. idis-jRic (iv) t^s^^s 

if J- 

it^^t. (XVI) 
5 0=C=N-A*-^A'-^ (XVI) 

i;x^)Vx-T)\^^) 0-1 0 orTS^S^-ti-SiittcJcOff^btis, 

10 [8].-«SC (I) r^^tli*mmit^^(Do*>. A»*«-NR»'C (S) 
NR»^-ST*$n4<b^«J, r3S:t)^, -iK^ (1-8) 




i^fp. A'-^tt-NRi'c (s) NR''-s*a*DL. ^<Dm<DBn\m 
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^it-^^t, HSiC (xvn) 

s=c=N-A*-^A*' (xvn) 

^£:jc#-r :i t C J: 0 fiii-r-S :i t 
5 ;i<D5^5tt8iil5-«it (IV) -e*$n5fl:^<Sit. -iKiC (xvi) 

[9] (I) T*$n5*fB?gfl:^«0^-fe, A'A^-NR'^C «p) 

o-ST^^nsik^ift, -r^^t)-^, -JR51: (1-9) 




10 (SI", A'-'tt-NR'^C (O) 0-S*St)U, -tOfa^E^ttMEi: 

i^i;si**sfc-r. ) T^sns^b^fttt. taiE-jRSJ (iv) Ts^snsft 

-&«5t. -jRiC (XVIII) 

Y4 -C-O-Aa-^A*! (XVm) 

^U>. S?X5^;i/X-x;H?) -7 8~4 0'CTR*5$-a:-5::<!:fCJ:0 
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[1 0] (I) r^^tli>:^^^it't^<D^t>> A'*«-NR*C (S) 

-ST5^^rn-5fl:-&«j. -ruiot^ ( i - 1 o) 




a-10) 



5 i::ti*$^t)-r. ) -ps^sns^t^ijtt. -nes ( i - 1 * ) 




J: o T»jfi-r -5 w i A^T # 5. 

->U>. xh7tFa77>l?) 't', n-y>ltlil*2 0-1 5 or-cfflVi 
5 d <»: {C J: 0 ff >i o d <!:*^T# 

[11] -Kit (I) ■c*$n4*56?^<k^«ioo-^, A 'At 
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T^^n-Sffc^*!, -Tfit)-^. -HBL^ (I-l 1) 




I 



v 



5 



,18 



Wffi-«iC (IV) -e**ns^b^«!»t. (XDC) 

(j)Y5 

HN=C— A*-*— A*' (XDQ 
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[12] (I) -e5^$ns*»?«fl;^«i»©'5-^, a'tJ^-nr^'r" 
m^^t)-r,) T^^nsfk^ift, -tj^:*?^, -issc (1-12) 




(1-12) 



(1-12') 




(1-12") 



10 (ictf, -r'<Tcos#ttffli2i:Ki;iSi**^fc-r.) -t!m^n^n:-t^t. 

KSC (XX) 

H-NR''R'» (XX) 

(YY) 
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H-N ^ (YY) 

»C#1-C<!:fcJ:iDK3i-r'5CtfcT#5. -IRS (1-120 T^Sns^k 
^fjt-HS^ (XX) (YY) TS^Sn^fk^^JOSJiSfi, ±12 [ 5] (a) 

[13] -«iE: (I) ■e^sn-s+fS^^fli^^K^^^, A^ A^is^t^R* 
-j8iC(i-i3) 




a-13) 



10 n" 

(iC't'. A*-^ A^-**5J:t;R'-*«-?-n-6nA^ A»*j<fct;R^i:i^i;s 

S*t-COOHS. *KS, , 75 /S. 75>?/S*fctti^7-vyS* 
15 r. ) T*$n5fl;^«l«. IttSHHRiC ( I - 1) . -«J^ (1-2) . - 

. -tts: (1-4) . -«a (1-5) . (1-6) , 

HKSC ( I - 7) , -«S ( I - 8) . (1-9) , ( I - 1 

0) . (i-i 1) *J:t^-«iC (1-12) T5^$n5<b^«!i?£7 
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5 1^^m<D7m^^ (^Blfli/N'U^/A, *Kfk*;U->':7A«?) 

0~1 0 O'COM^Tfr^fctii. 
15 :t7'r H*ffltiT0~4 0'COiaft-Cff^t)nS. 

::©Jn*5)t^HfC.fc-5lR««5iSf*^ttT*o, [x- 
xf^;px-x;HI) . Tii'S-JU* /^/-;k x^/-;i.^) . 

20 >. /5^;UX^;U^rh>^) , -hum imA.ii, T-th-hUJVm) . 

SI, /^vv'^7A||. ny-J^K. *R{l:/^7>'C'A, rggftiS^. Xy^-jk 

i^K. p- h;PX>;;;i'*>8, i'a'^S. hU7;l/:tP»St, o 

81 



wood/44726 



PCT/JP0(MM319 



W^tf T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New Yoric, 
1991 lClE«$tl^t>0*tfflVien?». 

l£ T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 1991 

IS^^^j^l'^. T. W. Greene, Protective Groups in Organic Synthesis, 

Wfley, New Yoric 1991 lCl3«Stl/tt)©*tfflVi6n5. 

HKS (n) , (in) . (IV) . (v) . (vi) , (vn-a) . (vn-b) . 
(vm-a) , (vm-b) . (K) . (X) , (xD , (xn) , (xm) , 
25 (XIV) . (XV) , (XVI) , (xvn) . (xvm) , (xk) a^z^ (xx) 
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NSC— A*-^A»-^ PO) 
HCI 

, R»-OH > 
HN=C— A*-'— A*-^ (XK) 

s^sies^, -iKic (XX) Ts^$n5fk^«b«i;f»T*«)!i\ 

HRiC (I) -e*$n5*58^fl:^'»*«PARPia«ffii4*w-r?)::<!:is, 

1) -O-tfhn (invitro) SSRT-vfe'f 
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<Oh'J;^-iaKS«}at (pH8.0, fO^Ha) . l OmM©JfifkTi^:^->»:7 

5 N AJg«# 1 0 u 1 *ftl^T 8 0 M 1 t b^. ^ e. t8!E»«S(D*f8^fk^ 
i»*10/illra^, -tO^ 0.01U/U 1©PARP (HHiy>a) SrlO 

10 -j-:fti^yv (/Vy^-Htt) Tai)£bfc. *5l^fl:-&tt(Difl§git«*tBg 
**^2 8c^-r. 



^28 





ICjo (nM) 


5 


4 2 


4 (14) 


8 8 


5(10) 


5 0 



15 2) dUfeSjasKW^^xJu (M^i^xs-Lm 

mk(r>-)3^\Z^ZX^-XB»M. Opn. J. Stroke, a, 1 (1986). Stroke, 22. 1624- 
1628 (1996) #88) *S<kt^SftaR (Eur.J.Phaimaool.,2211.45 (1994)#M) 
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mm 

[EHiB'^oaffl] 

:^%mit^mt, P A R P ffillSttSrWr -5 t T. OffijlilftiSa-^IB, 
^i»i3i;i;/Sfc«J&«?i!l<i:LTWfflT*0. Sfc. ^Vhur^j-OV^^M (H 

j9!#ft». ft^S. ffiiii^^^(ictDS 

1 B llHlA»^»lHliliPS43n4d>. *;tttiSA-A*fcO. lIUlc^^. 
20 0.lmg*>^l 0 Omg(D«H-e, 1 B llHlJl^e»0*i!SPS-^ (»SL<f4, 

25 -at)**. 
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15 

20 sj69^, n^^, '^m\. mmm. isir^ 



86 



WO0(V4472< 
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m iif)lifS.>9i, 77./^y^>9i, 7SU7;i/^-h8 0 (SSiSSO , 

««{bjw, afbffl. mmim. mmr^u mMm^^Ajr^^x^^i^^. z.ti 

:^U-?f!l«)»iS:;&ffitt, «»IA«*B^#ilF^ 2^,691 #*SJ;:X|^^ 3.095355 

15 

^ p-7 h ^7 7 -tc J; -55^lR®ffim*5<fctXT L C CS^^tlTti ^> :^ 3 

f . 

25 ##^"11 
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OTBDMS 



3 -Zfa^^OifJl'TJVzi-JV (I8.7g) (Di?:^^)V^}l'L>7S. H (1 0 0 
ml) 'iS.yV~)V (I3.6g) ^^ZSt-'^^)V':^:^^)Vi^U)VifU 

y-( H (I5.8g) SmiAT. ^W^ZJ^fBitrnVft. Kf^m^^^Af. (3 0 0 
5 ml) CJnx, S^^ttt (A4^-tl-> : »KX?;U= 1:1. 1 0 Om 1 x 2) 
TttaiLfc. ttW^JS*, OJN«Bt, *feJ::;«aftitJfi7KTJiJ*:ftJ*b, JS 

g) 

TLC : R f 0.69 ('S+-tJ-> : SKX^JW= 19:1); 
10 N M R (CDO,) : <5 737 (br-s, IH) . 7.26 (m, IH) , 7.16-7.06 (m, 2H) , 4.60 (s, 
2H) , 0.84 (s, 9H) , 0.00 (s, 6H) . 

4- (3- (t HP=*^'>>1?>'1') 7x-;W) -2H-7^'7i?>-l-:t> 




-r^^t^-yt/I^W (2J5g) ®xh9k Kn75> (10 0ml) !R««El- 1, 
2-->*yD^X^> (&«) *lin>Lfc», #^«lTSljiU^{k^«J (30.1 
g) Sra8ii**«fcn«iiff-ejBT«. ll^lBIjlJSUfc. R^£;S^«5^^ia* 
«S*7^;UK (I4.8g) cD-rh7fcKn77> (1 0 0ml) SSE 



88 



wo 00/44726 



PCT/JP00AM319 



0ml) *jo;5t, mu-e-muf^\^ft. m-m^^^'km.ri&nLit^. w 

5 h'J'^A*J§SK (1 0 0ml) X— (5 0ml) TiSfeJ^L, 

2NJfiBI (2 5ml) IfKttlcLfc^, ^86X5^;!/ (2 0 0ml) 

«itgb/t. ^ (20.5g) $X^/-;i/ (3 0 0ml) izmmh. 80XtK 
10 l*fO«J (4ml) ^HaXs 5^fflffl85Ufc. 

fl:^«a (7.45 g) s^fc. 

TLC:Rf 050ii^au^)VA: /'^/-)V=9 : 1) ; 
N M R (DMSO-d*) : S 12.83 (br-s, IH) , 8 J3 (m, IH) , 7.92-7.84 (m, 2H) , 7.68 
15 (m, IH) , 7J4-7.42 (m, 4H) , 5.29 (t, J = 5.4 Hz, IH) , 4J9 (d, J = 5.4 Hz, 2H) . 

4- (3- {i;aa^9M 7x=.;P) -2H-7:^7-:^>- l 

O 




.CI 



mmmi-r^mBLftit'^^ (2J2b) ®>?;t5^>)U3^;l'A7 5 H OOml) 
^j«tC. 2. 4, 6-=l'J>'>(3.96ml) , /-^P^P^-f H (9 2 9 m 1) 
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wo 00/44726 
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^J:X^V^0Ix!7ay-(\i (5 9 3mg) *Jni^T, ^taT2l^|BI»tLfe. 

;i/:fej:t;x-x;i/T?)a*tti^L, TiBftttfi^^r-r-ssa^k^ft (2^og) & 

5 TLC:Rf 0.44 (i^najlNjUA : ;?i^'y-;|/= 1 0 : 1) ; 

NMR (DMSO-dj) S 12.87 (s, IH), 8.34 (m, IH), 7.94-7.84 Gn, 2H). 
7.70-7.54 (m, 5H) . 4.87 (s, 2H) . 




##«a|2T»igt^{k^i» (l.00g) «)-:^jtf^;U*;UA75 H (SOml) 
mmiZTi^itthVyj^ (7 2.2mg) SlBI^T. 9 P*C-ClNffflatt?Lfe. 
RlSii^«>*7k (2 0 0inl) feline. «ffflLfcitlS«J^51&Lfe. 

^» (9 4 5mg) 

TLC:Rf 0.44(i'Pa*;i'A: ;)i^'y-;U=l 0 : 1) : 

NMR (DMSO-d^ : 6 12.87 (s, IH) , 8 34 (m, IH) , 7.92-7.86 (m, 2H) , 7.67 (m, 

IH) , 7.62-732 (m, 4H) , 4.57 (s, 2H) . 

20 
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4- (3- (75/;<^>'W 7x-;W - 2 H-7^^^v>- l > • ifi 
^^^^ 

o 




##«»13TS!jgbfe^k^l& (7 0 7mg) ^feil^HSeikS^ (7 0mg) 
5 (7)5^h^t:Fa75> (3 0ml) -x^y— ;V (73ml) !Ha8SK$. *^ 

nmnrf, miaaytt^, ^«c*»*8L/t. jsjssT^h^ 

th*a7^> (15ml) 4N«»-»Kx5^;i.jSa (2ml) 

^in^T. VfmLftitm^^^mbft. •5iR«j*»iexf^;UTifc^b, TIB 

l^ttMSrWrs^^^fll^^l (7 2 5mg) 
10 TLC:Rf 0.22 (^J'Pn^^l'A: 2 8 967>^:XT*= 1 0 

a : 1 0 : 1) : 

N M R (DMSOA) : S 1^91 (s. IH) , 8.46 (br, 3H) . 8J5 (m, IH) , 7.94-7.87 (m, 
2H) . 7.78-7.70 (m, 2H) , 7.68-7 J8 (m, 3H) , 4.12 (br-q, J = 5.4 Hz, 2H) . 

15 IliBgHS 

4- (3- (>';)l>;UTSy;<5"JW 7xx;U) -2H-7^7v>-l- 

5f> • 
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PCT/JP00AM3I9 




#3tfia|2T!»jib^ft:^«J (13 5mg) a5v^5";V3}^JUA75 H (3m 
1) »fflttv>l5";l/75>©^^'/-JU®« (2.0M, 7 5 0tf 1) SMfT. 

f^;HSa[ (O^ml) ^mXX> tfrOiLftitm^^^JSLVIt, 5«l«S*RBIx 
^^Jl/TScl^L, TB2ttttttS:W-rs*»?^ft:^'ft (13 9mg) 
TLC:Rf 0J5 (i'PP*>'l'A : JU=9 : 1) ; 

10 N M R (DMSOd*) : 5 12.92 (s, IH) . 10.64 (br. IH) , 8J4 (m, IH) , 7.94-7.87 
(m, 2H) , 7.79-7.61 (m, 5H) , 4 J6 (d, J = 5.1 Hz,'2H) . 2.73 (d, I = 5.1 Hz, 6H) . 

4- (3-*;P5;l'7xX;P) -2H-7:^75?>- l-*> 
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mMmimi&i'^it-^^ (i.oig) 0':^/?;1'*;i/AT5H (4 0mi) 
mm.\z. -mi\:^>ii> (6.96g) ^fin^/^iaTrnfmao^ufc. mtm^^ 

S^^ftl (8 3 Omg) 
5 TLC:Rf 0.54 (i'na^JUA : ;*^/-JW= 9 : 1) ; 

NM R (DMSO-dj) : 5 12.93 (br-s, IH) , 10.11 (s, IH) , 8J5 Gn, IH) , 8.11 (s, 
IH) , 8.06 (d, J = 7 J Hz, IH) , 7.96-7.88 (m. 3H) , 7.78 (t, J = 7.5 Hz, IH) . 7.68 (m, 
IH). \ 

10 ^lifiga4 

4- (3- (5- ( t -:^h^r->*)VJt?-;l/75y) ;\'U'J)W75/) 7x 

o 




4_ (3-75./yx.=.)V) -2H-7^7i^>- l-:t> (8 2 5mg) 
15 (D-y:A^)Vt^)VATS. H (9.00m 1 ) »«IC, SST 5 - t -:fh^'>iJAt- 
-;P7Sy^>^>K (7 5 5mg) , 1 -k HD=^^->'^>y hUT^-)!' 
(4 7 Omg) , hiJX^;V75> (0.53ml) iSiiXSl -X'^JV- 3 - (3 
->'*^f^;i/7S/:/Dt:;i/) *;p3i^v''f5 H«Kift (7 3 4mg) Slni;^. 

20 tttilL^. ttl±J«5S**<tr;«aft*a*Tli;^«citb, JS*altBtVi^:?.>"7 
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a^. m&T^mb. TfR^^m^mri>:^^mit^^ (9 7 6mg) 
ft. 

TLC : R f 0.31 irDD*;UA=l : 1 0) : 

5 NMR (DMSO-dfi) : <5 12.83 (s, IH), 10,04 (s, IH). 8.35-832 (m, IH), 
7.94-7.86 (m, 3H) , 7.73-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.23 (d, J = 7.8 Hz, 
1H),6.79 (brt,J = 5.2Hz,lH),2.91 (q, J = 6.9 Hz,e2H) , 231 (t, J = 7.4 Hz, 2H) , 
1.58-1.37 (m, 4H) , 135 (s, 9H) o \ 

10 lliSg!l4 (1) -'mi&m4 (2 7) 

4- (3-75/7x-;i/) -2H-7^7v>- 1 -:*->*JJ;i;flifiCai 
2 Tfiifi Ufcib^»i;:ffia"r * 7 5 y il«{^*5 it; s - 1 - h=^^ 

15 SIL/T, £(T{c:*-r*fB??^k^«4*#fc. 

34*, IIM^4 (2 0) ®fl;^«i*«jfi-rsCKtTtt, 4- (3-tH 
D+->7x^;U) -2H-7^7>'>- 1 -:i->'iJJ::;5- t -:/h+->* 

20 Ilifigil4 (1) 

4- (3- (2- (t -:/h=^->*jU3i?-;i/75y) 7-k5";i'7^/) yx. 
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TLC : R f . 035 (^^'/-Jl' : ^'»D*-'l'-^= 1 : 1 0) : 
N M R (DMSQrd.) :d 12.85 (s, IH) . 10.10 (s, IH) , 834 (m, IH) , 7.90 (m. 3H) . 
7.72 (d, J = 8.0 Hz, 2H), 7.48 (t, J = 8.0 Hz, IH) , 7.26 (d,J = 8.0Hz, 1H),7.05 (t, 
5 J = 5.9Hz,lH),3.73 (d,J = 5.9Hz,2H).138(s,9H). 

^*Sg!l4 (2) 

4- (3- (4- (^>i^)l^^'>^J\'^=-)V7S.>f) Zf^^JJVTS.y) 7 



o 




TLC : R f 0.45 : i^nn*;VA=l : 1 0) : 

N M R (DMSO-d«) : 5 12.84 (s, IH) , 10.07 (s, IH) , 834 (m, IH) . 7.89 (m, 3H) , 
7.72 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.27 (m. 6H) . 4.99 (s, 2H) . 3.05 (m, 2H) , 
2.34 (t,J = 7.4Hz,2H),1.72 (m,2H). 
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^m9i4: (3) 

4- (3- (6- (t-Zfh^z^ilJV^^-JVTS./) ^^•*)-y^)U7^y) 
7xr:;U) -2H-yi^y-J>-l-:t> 

o 



TLC : Rf 0.42(p^^'y-;^:^□^JJ^;^A=l : l O) : 
NMR(DMS0-d4): 5 1184 (s. IH), 10.04 (s, IH), 8 J4 (m, IH), 7.91 (in,3H), 
7.72 (in,2H),7.46 (t, J = 8.0Hz, IH), 7.23 (d, J = 8.0 Hz, IH) , 6.75 (m,lH),2.89 
(q,J = 6.8Hz,2H),2J0 (t, J = 7.4 Hz, 2H), 1.43 (ni,6H),134 (s,9H), 

10 

^iSgl|4 (4) 

4- (3- (3- ('^>v;U:f+->*JI/:J?^Jl'75y) ^Plf ^fri^UT^ 7) 

o 




O CH3 ^ 



5 
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TLC : R f 0.43 J-)\/ : irno*;PA= 1:10): 
N M R (DMSO-<U : 3 12.84 (s, IH) , 10.13 (s, IH) , 834 (m. IH) , 7.89 (m, 3H) , 
7.71 (m, 2H), 7.43 (t, J = 8.0 Hz, IH), 7.29 (m, 6H), 5.00 (s, 2H), 3.22 (m, 2H), 
2.52 (t,J=6.8Hz,2H). 

5 

lliSgll4 (5) 

4- (3- (2- (t -:^h=^^'>*;i/ii?^;i/7^y) 7^L^)^7%J i^=i-M 
o 




10 TLC:Rf 0.44 (i'DPJJ^jUA : /^/-;i/=9 : 1) ; 

NM R (DMSO-dj) : <5 12.82 (s, IH) , 838-831 (m, 2H) . 7.92-7.84 (m, 2H) , 
7.66 (m, IH) , 7J1-738 (m, 4H) , 6.97 (t, J = 6.0 Hz, IH) , 437 (d, J = 6.0 Hz, 2H) , 
3.55 (d, J = 6.0 Hz, 2H) , 131 (s, 9H) . 

15 ^«ffl4 (6) 

4- (3- (3- (t -:/h+->*;u#;i;i'r$y) 7'Dt!:a-^;uT5y ;* 
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O 




TL C : R f 0.44 (CHQ, : McOH= 9:1); 

NMR (DMSKMs) : <5 12.83 (s, IH) , 8.43 (t, J = 6.0 Hz, IH) . 833 (m, IH) , 
7.92-7.85 (m, 2H) , 7.67 (m, IH) , 7.52-738 (m, 4H) , 6.74 (t, J = 6.0 Hz, IH) . 4.35 
5 (d, J = 6.0 Hz, 2H), 3.13 (m,2H),2.29 (t, J = 7.2 Hz, 2H), 1.31 (s,9H). 

lliSW4 (7) 

4- (3- (1 - 1 -yh+v:^Ji'3}?^;i't:'>^'Jv>-4-'f;u*ji/:iHn;i/ 

75/) 7xn;W -2H-7^7>'>-l-:t> 



o 



10 




TLC : R f 031 (/^'/--'l/ : i'nn4^jVA= 1:10): 

NMR (DMSOdj) : 5 1284 (s, IH), 10.10 G, IH), 834 (m, IH), 7.90 (m, 3H), 

7.72 (m, 2H), 7.46 (t, J = 7.8 Hz. IH) . 725 (d, J = 7.8 Hz, IH), 3.99 (brd, 2H). 
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2.80 (m, 3H) , 1.78 (brd, 2H) , 1.49 (m, 2H) . 139 (s, 9H) o 
^«6g^4 (8) 

4- (3- (4- (t-:/h+vA;U2}5^;u7ay) y5^'j;i/7^y^5^;i/) 
o 



TLC : R f 0.45 {i7un^)lA : ^i^J-)\^=9 : 1) ; 
NM R (DMSO-d^ : 3 12.83 (s, IH) , 8.40-830 (m, 2H) . 7.92-7.84 (m, 2H).. 
7.67 (m, IH) . 7 J2-738 (m, 4H) , 6.78 (t, J = 5 J Hz, IH) , 434 (d, J = 5.5 Hz, 2H) , 
10 2.89 (m,2H).2.12 (t, J = 73 Hz, 2H) , 1.60 (quint, J = 73 Hz, 2H). 131 (s,9H)o 

ll%g||4 (9) 

4- (3- (5- (t -:/h^^v*Ji/3j?-;i/75/) Ai/'>j;i'7 5y;*5^;w 

-2H-7^7>'>-l-^> 
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TLC:Rf 0A5ii^ua:i^)[^A: /'^J-)V=9 : I) : 
N M R (DNCOMlj) : 6 12.83 (s, IH) , 8 J8-830 (m, 2H) , 7.92-7.84 (m, 2^ , 
7.67 (m, IH) , 7.52-7.37 (m, 4H) . 6.74 (t, J = 5 J Hz, IH) , 4 J4 (d, J = 5.5 Hz, 2H) . 
5 2.86 (ni,2H),2.12 (t, J = 7.2 Hz, 2H) , 1.48 (m, 2H) , 138-1.27 (in,llH), 

mmm4 (lo) 

4- (2- (5- (t -:^h+->*jP4?-;P75y) nuu^WT^y) 7x 



TLC : R f 0.42 (.^i^J-JV : ^DD*;UA= 1:20): 
NMR (DMSO-d,) : 5 1X80 (s, IH) , 9.20 (s, IH) , 831-8.26 (m. IH) . 7.84- 
7.75 (m, 3H), 7.49 (ddd, J = 7.0, 7.0, Hz, IH), 7.40 (dd, J = 7.0, 1 J Hz, IH), 
7.28 (ddd, J = 7.0, 7.0, 13 Hz, IH), 721 (dd, J = 7.0, IJ Hz, IH), 6.67 (brt, IH), 
15 2.73 (brq, 2H) , 1.92 (brt, 2H) , 135 (s, 9H) , 1.23-1.56 (m, 4H) . 
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m:mm4 (id 

4- (3- (3- K>K-;U-3— r;P) :/nt:;t--;i/75/) 7xz:;i/) 
-2H-7^'7i?>-l-^> 

o 



TLC : Rf 0.42 (P<:5'/-^1' : i'Pa4>;UA=l : 1 0) : 
N M R (DMSOdj) : fi 12.84 (s, IH) . 10.75 (s, IH) , 10.10 (s, IH) , 8 J5-8 J2 (m, 
IH). 7.92-7.88 (m, 3H), 7.74-7.71 (m. 2H) , 735 (d. J = 7.8 Hz, IH), 7.49 (t, J = 
7.8Hz,lH),7Jl (d, J = 7.8 Hz, IH), 7.24 (d, J = 7.8 Hz, IH), 7. 12 (d,J = 1.8Hz, 
10 IH) , 7.05 (t, J = 7.8 Hz, IH) , 6.95 (t. J = 7.8 Hz, IH) , 3.02 (t, J = 7.2 Hz, 2H) , 
2.70 (t, J = 7.2 Hz, 2H). 

jlliSgll4 (12) 

4- (3- (s-t^pjJ^u/nu'JjUTsy) 7x-;i/) -aH-^^^-:^ 

15 >-l-:t> 



5 
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TLC : Rf::-0.22(i7nn;^;|/i.:^3^y-;i/:ilFSe=8 : 1 : 1) ; 
N M R (DMSO) : 5 12.83 (s, IH) , 10.04 (s, IH) .835-8.32 (m, IH) . 7.92-7.85 
5 (m, 3H) , 7.74-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.25-7.22 (m, IH) . 3 J6-3.50 
(m, 4H) . 2.38-222 (m, 8H) , 1.66-138 (m, 4H) o 

TLC : R f 0.55 07001^^)11, : ^^y-;l/=8 : 2) ; 
10 N M R (DMSCmU : 5 12,85 (s, IH) , 10.44 (brs, IH) , 10.22 (s, IH) , 834 (m, 
IH), 7.94-7,84 (m, 3H), 7.76-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH), 7.24 (d, J = 
7.8 Hz, IH) . 4.00-3.60 (m, 4H), 330-3.24 (m, 2H, overlap ped with H^O), 320- 
Z90 (m,4H),140 (t, J = 72 Hz, 2H), 1.80-1.60 (m,4H)« 

15 ^^>;^;i/*>»ii[: 

TLC : Rf 0.60(ifi{b/f"U>:^3^/-;U:S^K=8 : 1 : 1) ; 
NM R (DMSO) : d 12.85 (s, IH) , 10.13 (s, IH) , 9.46 (brs, IH) , 835-832 (m, 
IH), 7.93-7.88 (m, 3H), 7.72-7.69 (m, 2H), 7.47 (t, J = 7.8 Hz, IH), 7.26 (d, J = 
7.8 Hz, IH), 3.97-3.93 (m, 2H) . 3.70-3 J8 (m, ovcriappcd HA 2H), 3,43-3.39 (m, 
20 2H) , 3.16-X98 (m, 4H) . 2.42-238 (m, 2H) . 233 (s, 3H) . 1.78-1.60 (m, 4H) . 
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l/2fiSKia: 

TLC : R f 0.61 (i;np*;UA : /^/-;i^:S8=8 : 2 : 1) ; 
NMR (DMSO-dj, DMSO = 2.49ppm) : 5 12.84 (s, IH), 10.08 (s, IH), 9J7 
5 (brs, IH) , 8JJ5-8J2 (m, IH) , 7.91-7.87 (m. 3H) , 7.73-7.70 (m, 2H) , 7.46 (t, J = 
7.8 Hz, IH), 7.24 (d, J = 7.8 Hz, IH), 3.65-3.15 (m, 6H), 2.72 (m, 4H), 236 (t, J 
= 6.6 Hz, 2H), 1.58 (bis,4H). 

\' 

p- h;UX>j>;i'Jj^>K« : 

10 TLC:Rf 0JJ6 (i'OP^jl'A : /3'/-JU=8 : 2) ; 

NMR (DMSO-<i«, DMSO = Z49ppm) : 5 12.85 (s, IH), 10.12 (s, IH), 9.42 
(brs, IH) , S3S-832 (m, IH) , 7.91-7.88 (m, 3H) , 7.72-7.69 (m, 2H) , 7.50-7.44 (m, 
3H) , 7.25 (d, J = 7.8 Hz, IH) , 7.09 (d, J = 8.1 Hz, 2H) , 3.98-3.93 (m, 2H) , 3.65- 
3 J7 (m, 2H) , 3.44-339 (m, 2H) , 3.11-3.01 (m, 4H) , 2.40 (t, J = 6.6 Hz, 2H) , 2.27 

15 (s,3H),1.64 (m,4H). 

TLC : R f 0.78 (!7amt^)Vh : ;)t^'/-JU=8 : 2) : 
NMR (DMSO-dj, DMSO = 2.49ppm) : d 1185 (s, IH), 10.11 (s, IH), 835- 
20 8.32 (m, IH) , 7.91-7.88 (m, 3H) , 7.71-7.69 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 7.25 
(d, J = 7.8 Hz, IH) , 6.02 (s, 2H) , 3.75-3.02 (m, lOH) , 239 (brs, 2H) , 1.63 (brs, 
4H). 

jlMgll4 (1 3) 

25 4- (3- (2- (fcf'J J'>-4-'f;W 7-t9-)V7^y) 7xr;U) -2 
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TLC:Rf 031 : i'Pn*^l'A= 1 : 1 0) : 

NMR (DMSO-dj) : d 12.84 (s, IH), 10.46 (s, IH), 8.49 (d. J = 63 Hz, i^, 
834-831 (m; IH) . 7.91-7.86 (m, 3H) , 7.72-7.69 (m. 2H) , 7.48 (t, J = 7.8 Hz, IH) , 
5 7.34 (d, J = 63 Hz, 2H), 7.27 (d, J = 7.8 Hz, IH) , 3.73 G,2H). 

gliSgl|4 (14) 

4- (3- (5- (fc!oU-;?>- l-'fJl') AU'JJI/TSy) - 
2H-75'7-^>- 1 



TLC:Rf 039 (^DDJtN;UA:pl3'>'-;U: 2 8 9S7>t:i7*= 4 0 : 
10:1): 

N M R (DMSOd,) : 6 12.85 (s, IH) , 10.22 (s, IH) , 10.14 (br-s, 1 H) , 8.34 (m, 
15 IH) , 7.94-7.86 (m, 3H) , 7.74-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.24 (d, J = 



10 
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7.8 Hz, IH) , 3.60-2.80 (m, 6H, overlapped with Hfii) , 2 39 (t, J = 6.5 Hz, 2H) , 
2.00-1.80 (m, 4H) , 1.74-1 J8 (m, 4H) . 

5 TLC :Rf 0.28 (/^y --'I': n D 3)?;U A : »K= 1 : 9 : 1) ; 

N M R (DMSO-d.) : 6 1ZS5 (s, IH) . 10.12 (s, IH) . 934 (bre, IH) , 836-8.31 
(m, IH) , 7.94-7.86 (m, 3H) , 7.74-7.67 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 7.25 (d, J 
= 7.8 Hz, IH) . 3.56-3.46 (m, 2H) , 3,18-3.08 (m, 2H) , 3.04-190 (m, 2H) , 239^(t, J 
= 6.3 Hz, 2H) ; 230 (s, 3H) , 2.05-1.76 (m, 4H) , 1.74-1.56 (m, 4H) . 



^«Rgll4 (15) 

4- (3- (5- ii^^^JVr^/) nUU)V73./) 7x-;U) -2H- 



15 TLC:Rf 0.39(i7aa*;i/A:;;t^'>'-;V:2 8%7>^-77K=4 0 : 
10:1); 

NMR (DMSO-d^ : 3 12.85 (s, IH) , 10.25 (s, IH) , 10.02 (br-s. IH) , 8.34 (m, 
IH), 7.94-7.84 (m. 3H). 7.76-7.68 (m, 2H). 7.46 (t. J = 7.8 Hz, IH) , 7.24 (d, J = 
7.8 Hz, IH) . 3.07-3.00 (m, 2H) , Z72 (d, J = 4.8 Hz, 6H) , 2.40 (t, J = 6.8 Hz, 2H) . 
20 1.72-1.58 (in,4H). 



10 



O 




•HCI 



105 



WO0(V4472< 



PCT/JFOQ/00319 



mmm4 (16) 

4- (3- (3- (t:u->*>-3-'fJU) •:fn\i^:z}i75.y) 7x-;u) 




TLC:Rf 0J3(/^y-;i': i'PD4^J|/A=l : 1 0) : 
N M R (DMSO-dj) : S 12.84 (s, IH) , 10.10 (s. IH) , 8.47 (d, J = 1.8 Hz, IH) , 
839 (dd, J = 4.8, 1.8 Hz, IH) , 835-832 (m, IH) , 7.91-7.84 (m, 3H) , 7.72-7.65 (m, 
3H), 7.46 (t, J = 7.8 Hz, IH). 7.29 (dd, J = 7.8, 4.8 Hz, IH), 7.24 (d, J = 7.8 Hz, 
10 IH) , 2.95-2.88 Gn, 2H) , 2.72-2.65 (m. 2H) . 

4- (3- (5- (N-^^;v-N- t-:^h+->*;w4?-;u75/) 
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O 




TLC : R f -037 (i7Pn*;i/A : ;*^'/-;i'=9 : 1) : 
NM R (DMSCHJs) : 6 1Z&3 (s. IH) , 10.05 (s, IH) , 834 (m. IH) , 7.94-7.84 (m. 
3H) , 7.74-7.66 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, IH) , 3.15 (t, 
5 J = 6.6 Hz, 2H), 2.74 (s,3H),2J4 (t, J = 6.8 Ife, 2H) . 1.60-1.42 (in,4H),136 (s, 

^mm4 (18) 

4- (3- (2- (2- (t-:^h=l^->*;ix}?-;u75y) x^;i/5^^) 7 
10 -fe^Jl/TSy) 7xr:;W -2H-7^7V>- l -:t> 



TLC:Rf 0.57 (i^aD*;UA : ;;i^/-;l'=9 : 1) : 
N M R (DMSCHs) : S 12.84 (s, IH) , 10.25 (s, IH) , 8 J4 (m, IH) , 7.94-7.85 (m, 
3H), 7.74-7.66 (m,2H), 7.48 (t, J = 7.8 Hz, IH) , 7.27 (d, J = 7.8 Hz, IH) , 6.91 (m, 
15 IH), 3.33 (s,2H), 3.13 (m, 2H) , 2.65 (t. J = 7.2 Hz, 2H) , 1.34 (s, 9H) , 



O 
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mmm4 a 9) 

4- (3 - (2 - (N- (2- (t--fh^'yt})lt>=.)V7S.y) 
5 -7f'yi^>-l-t> 



o 




TLC : R f 0^7 (i7np;l^;UA : :f<^y-}V=9 : 1) ; 
NM R (DMSO-dj) : 6 12.83 (s, IH) , 10.19 and 10.17 (each s, total IH) , 834 
(m, IH) , 7.94-7.85 (m, 3H) , 7.74-7.66 (m, 2H) , 7.49 (t, J = 7.8 Hz, IH) , 7.27 (d, J 
10 = 7.8 Hz, IH) , 6.73 (m, IH) . 3.98 and 3.93 (each s, total 2H) , 3.30-3.24 (m. 2H, 
overiapped with H^O) , 3.06 Gn. 2H) . 1.40-1.26 (m, 18H) . 

jliaW4 (2 0) 

4- (3- (5- (t -^h=^^->*;U4?-Jl'75/) /'(U''J;l'*^v) 7x 
15 -JU) -2H-73'7v>-l-:t> 
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TLC : R f 0.36 J—)\/ : i7DP3^;UA= 1:20); 
N M R (DNfSO-d«) : 6 12.89 (s. IH) . 8.36-8.32 (m, IH) , 7.96-7.85 (m, . 
7.70-7.66 (iiif IH) , 7.60 (t, J = 7.6 Hz, IH) , 7.48 (d, J = 7.6 Hz, IH) , 736 (m. IH) , 
5 731-7.27 (m, IH), 6.82 (brt, IH), 2.94 (q, J = 6.2 Hz, 2H), 2.60 (t, J = 7.0 Hz, 
2H) , 1.66-1.42 (m, 4H) , 134 (s. 9H) . 

^fiSg!l4 (2 1) 

4" (3- (2- (3- (t-yh + v*;U4^-;l/7^y) 7x-JU) 7Htr 
10 5^;l/7^y) ^^^M -2H-7^^^v>- 1 




TLC : R f 0.27 (^^y-Jl/ : i7pa3^;UA= 1:20): 
NMR (DMSO-dft) : 5 12.84 (s, IH), 10.34 (s, IH), 930 (s, IH), 835-831 (m, 
IH) , 7.94-7.87 (m, 3H) , 7.74-7.69 (m, 2H) , 7.51-7.43 (m, 2H) , 7.26 (d, J = 7.8 Hz, 
15 IH) , 7.25 (d, J = 9.2 Hz, IH) . 7.17 (t, J = 7.2 Hz, IH) , 6.93 (d, J = 7.2 Hz, IH) , 
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3^9 (s,2H). 1.44 (s,9H). 

mmm4 (22) 

4- (3- (3- (t--/h^z^:fJ)V^=.}V7^y ^y^Z-i )17 5. 

5 /) 7x-;0 - 2 H-7^'7v'>- 

O 



TLC : R f 0.48 5^Dn*JPA=l : 1 0) : 

NMR (DMSO-<0 : 6 12.87 (s, IH), 10.42 (s, IH), 837-8.33 (m, IH). 
8.04-7.76 (m, 6H) , 7J8-7.45 (m, 5H) , 732 (d, J = 8.0 Hz, IH) , 4.20 (d, J = 6.0 Hz, 
10 2H),138 (s,9H). 

^^m4 (2 3) 

4- (3- (h7>;^-4- (t-:fh^'ytl}Vt^:i)V7S.J;i^^)V) i/^ 
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TL C : R £. 0.62 i^^D-y : B^KX5^;i.= 1:4): 
N M R (DMSO-<0 : 6 12.83 (s, IH) , 9.98 (s, IH) . 834 (m, IH) . 7.94-7.84 (m, 
3H) , 7.74-7.70 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 7.22 (d, J = 7.8 Hz, IH) , 6.80 (t, 
5 J = 5.7 Hz, IH), 2.78 (m, 2H), 2.27 (m, IH), 1.90-1.70 (m, 4H), 130-1.20 (m, 
12H). 0.98-0.82 (m,2H)o 

jliSf!l4 (2 4) 

4- (3- (4- (t -:/h+>':<7;u#-;i/75/) vi?p^^>';u:^;U3j^ 




T L C : R f 0.62 (^4^U-> : »KX^;V= 1:4); 
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N M R (DMSO-d«) : <5 12.83 (s, IH) , 9.99 and 9.91 (each s, total IH) , 8.34 (m, 
IH), 7.94-7.84 (m, 3H) . 7.74-7.68 (m, 2H), 7.45 (t, J = 7.8 Hz, IH), 7.23 (d, J = 
7.8 Hz, IH) , 6.74 (m, IH) , 3.48 (m, IH) , 2.40 (m, IH) , 1.92-1.26 (m, 17H) . 

5 ^mm4 (2 5) 

4- (3- (4- (t -yh=^^->*;vjj?-;i'75y^5^;w ^>y'i';u75 




T L C : R f 0.48 (^+-tJ-> : »KX^;U= 1:4): 
10 NMR (DMS0-<1«) : a 1Z86 (s, IH) , 10J6 (s, IH) , 8 J4 (m, IH) , 8.04 (t, J = 
1.8 Hz, IH), 7.96-7.86 (m, 5H), 7.78 (m, IH), 7J5-7.44 (m, 2H), 7J7 (t, J = 8.4 
Hz,2H),7J2 (d,J = 7.8Hz,lH),4.19 (d, J = 6 J Hz, IH) , 1 J9 (s,9H). 

^»gll4 (2 6) 

15 4- (3- (2- (4- (t -yh^'>*;P3}?-JP75>') 7x-;i/) 7-fe 
^^JUTSy) 7x-;U) -2H-7^7v'>-l-:t> 
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TL C : R f 0.48 i^^D-> : »8xf-;i/= 1:4): 
N M R (DMSOd^ : <J 12.83 (s, IH) , 10.28 (s, IH) , 9.26 (s, IH) , 8 33 (m, ^ , 
7.94-7.84 (m;3H), 7.74-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 737 (d, J = 8.4 Hz, 
5 2H),7.25 (d,J=7.8Hz,lH),7.19 (d,J = 8.4Hz,2H),3.56 (s,2H),1.45 (s,9H). 

j^lifig!l4 (2 7) 

4- (3- { (E) -3- (1- {t-Zfh^z^tl)V^~M -i^iS^^Z-JV 
10 > 

o 




TLC : R f 0.52 (/^/-^U : i7 0D*;l'A= 1 : 1 0) ; 

N M R (DMSO-d») : 5 12.85 (s, IH) , 1039 (s, IH) , 8.36-833 (m, IH) . 8.27 (s, 
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IH) , 7.97-7.74 (m, 6H) , 7 JO (l, J = 7.8 Hz, IH) , 7.47 (d, J = 15.6 Hz, IH) , 7.27 
(d, J = 7.8 Hz, IH) , 6.93 (d, J = 15.6 Hz, IH) , 1J7 (s, 9H) . 



5 4- (3- (.5-7S.//^UV)V7S.J) y jl'M -2H-7^'7v>- 



IIM[^4T»jiL/tfl:^«J (8 5 0mg) O;^^'/-;!/ (6.00ml) gJfifC. 
5k?&T, 4N«{l:*Jjli;^^tJ->«« (3.00ml) 4jBTb, ^iaTZI^ffla 

L. T8B«itt«*«-1-5*fl?gfl:^«5 («K«: 4 7 8mg) 



TLC : Rf 035 (^nP!j>;PA : ;*3'y-;U : »K= 8 : 2 : 0.5) ; 
NMR (DMSOA, DMSO = i49ppm) : 5 12.85 (s, IH), 10 J2 (s, IH). 8J6- 
8.32 (m, IH) . 7.95-7.85 (m, 3H) . 7.77-7.70 (m, 2H) . 7.46 (t, J = 8.0 Hz, IH) , 7.24 
20 (d, J = 8.0 Hz, IH) . 2.80-2.76 (m, 2H) , 2J8 (t, J = 7.0 Hz, 2H) ,1.64-1.62 (m, 4H) . 



1 




15 
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TLC:Rf 0.12 (i^on*;i/A : ;)<^>'-Jl/=8 : 2) ; 
N M R (DMSO-d,, DMSO = 2.49ppin) : 5 12.85 (s, IH) , 10.13 (s, IH) , 8 J4 Gn, 
5 1H),7.89 (m,3H),7.72 (m,4H),7.47 (t, J = 7.8 Hz, IH) , 7.25 (d, J = 7.8 Hz, IH) , 
2.80 (in,2H),237 (t, J = 6.0 Hz, 2H) . 1.60 (m, 4H) . 

TLC : R f; - 0:17 (^PD^jPA : pt^'y-JU : SK=8 : 2 : 0.5) : 
10 NMR (DMSO-ds, DMSO = Z49ppm) : 6 12.84 (brs, IH), 10.18 (s, IH), 
8 J5-8.32 (m, IH) , 7.92-7.86 (m, 3H) , 7.73-7.70 (m, 5H) , 7.46 (t, J = 7.8 Hz, IH) , 
7.24 (d, J = 7.8 Hz, IH), 2.79 (t, J = 6.9 Hz, 2H) , 237 (t, J = 6.9 Hz, 2H) , 2.29 (s, 
3H),1.62 (in,4H). 

15 ^mms (1) -jiisgiis (19) 

3^iS«a|4TS«aL/fcfl;^»Of^t)CHc. ^60114 (l) . Ilig^4 (3) . 

mmmA (s) ~iiifi«»i4 (10 *j;t^iijfi«4 (i?) ~iijfi0ii4 (2 
7) TSijfiLfeft^ifeSfflViT. Hill's 5 T**ns:^ft<ti^«tsf^-r?) 

^iag!i5 (1) 

4- (3- (2-7Sy7-t^;i'75/) 7x-;W -2H-7:5'7v>- 
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I o 



• CF3COOH 



TLC:Rf 0.22 ^□D3fN;l/A=2 : 8) ; 

N M R (DWSCK) : ^ 12.88 (s, IH) , 10.63 (s, IH) , 835 (m, IH) . 8.13 
2H),7.89 (ni;"3H),7.72 (m,2H),734 (t, J = 7.8 Hz, IH) , 734 (d, J = 7.8 Hz, IH) , 
5 3.8l(s,2H)o 

Hisgys (2) 

4- (3- {6-7^y^^^y^)V7S.y) 7xn;i/) -2h-:7:?5v 
>-l hU7;U:fni^K« 



TLC : R f 0.13 ^□D*;i/A=2 : 8) : 

NMR (DMSCK) : <J 12.85 (s, IH), 10.09 (s, IH), 834 (m, IH), 7.83 (m, 2H), 
7.71 (m,3H),7.47 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7.8 Hz, IH) . 2.76 (m,2H),233 
(t, J = 7.0 Hz, 2H), 1.61 (m,4H),134 (in,2H), 




H 



•CF3COOH 
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^mms (3) 



O 



5 




TLC:Rf 0.40(i^DD*;PA:/^y-;i/: 2 8 967>^-77K= 1 0 
0:20:1); 

NMR (DMSO-d«) : 3 12.86 (s, IH). 8.98 (t, J = 6.0Hz, IH), 8.34 (m, IH), 
8.09 (br, 3H), 7.94-7.86 (m, 2H), 7.67 (m, IH), 7.55-7.44 (m, 4H), 4.44 (d, J = 
10 6.0Hz,2H),3.60 (in,2H). 

mmms (4) 

4- (3- (3-7s>'yat;^z:;i/75y^5^;u) 7x-;i/) -2H-7 
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o 




NH, 



•HCI 



TLC:Rf . 0.U i^on^JVA : : 2 83g7>^-7*= 1 0 



0:20: 1). : 

NMR (DMSO-d«) : 6 1185 (s, IH), 8.71 (t, J = 5.8 Hz, IH), 834 (m, IH), 
5 7.94-7.76 (m, 5H) , 7.67 (m, IH) , 7.53-7.41 (m. 4H) , 439 (d, J = 5.8 Hz, 2H) , 
2.99 (t,J = 6.8Hz,2H).2^ (t, J = 6.8 Hz, 2H) . 

gg«W5 (5) 

4_ (3_ (tr 4 -'f;u:*j;i'4?-;i/7^>') :7x:^;w -2h- 
10 -y^^i/y-i-ity • h^}y)V^nmk'A 



TLC:Rf 0J2(pl^/--'U: i'DD*>'l'A=2 : 8) : 

NMR (DMSCMO :6 12.86 (s, IH), 10.24 (s, IH), 8.62 (brs, IH), 834 (m, 

IH) . 7.90 (m, 3H) , 7.71 (m, 2H) , 7.48 (t, J = 7.8 Hz, IH) , 7.27 (d, J = 7.8 Hz, IH) , 



O 
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334 (m,2H),193 (m. 2H) , 2.66 (m, IH) , 1.88 (m,4H). 

mmms (6) 
5 z^>-i-^>'mk^ 



TLC : R f 0.12 (i7DP5^;WA : : 2 8«7>^-7*=l 0 

0:20:1); 

NMR (DMSOA) 1^85 (s, IH) , 8J4 (t, J = 6.0 Hz, IH) , 834 (m, IH) , 

10 7.93-7.86 (m, 2H) , 7.81 (br, 3H) , 7.67 (m, IH) . 733-7.39 (m, 4H) . 436 (d, J = 
6.0 Hz, 2H) , 2.78 (m, 2H) , Z26 (t. J = 7.0 Hz, 2H) , 1.78 (m, 2H) . 

(7) 

4_ (3- {5-7S.^nU^})V7^y^^}V) 7xr.;W -2H-7^7 
15 >?>-l-:i-> -IflB&lfi 




119 



wo 00/44726 



PCr/JF00AM319 




O •HCI 



TLC:Rf 0.11 (.i^nniiOVA : /-)\^ : 2 8 9i7>t:i7*= 1 0 
0:20: f ) : 

NMR (DMSOii.) : 6 12.85 (s, IH) , 8.46 (t, J = 6.0 Hz, IH), 834 (m, IH), 
5 7.92-7.86 (m, 2H) , 7.77 (br, 3H) , 7.67 (m, IH) , 733-7 J8 (m, 4H) , 4 J6 (d, J = 
6.0 Hz, 2H), 2.74 (m,2H), 2.17 (t, J = 6.8 Hz, 2H) , 1.60-1.48 (m,4H). 

^«Sgll5 (8) 

4- (2- (5-75/A*^ij;P75y) 7x-;V) -2H-7^'7v>- 
10 l-*>-«8« 




•HCI 



TLC : R f 0J3 (.Jt^'Z-Jl' : i7aa^)VA : i^fi=2 : 8 : OJ) ; 
NMR (DMSO-<0 : ^ 12-81 (s, IH), 9.29 (s, IH), 8J2-8.27 (m, IH), 7.86- 
7.76 (m, 4H) , 7.53-7.20 (m. 3H) , Z63-2J1 (m. 2H) , 1.96 (m, 2H) . 1J5-1.22 (m, 
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4H). 

mmms (9) 

4- (3- (5- (^^JPT^y) A-U'J;P75y) 7x-;W -2H-7 

5 3'^-:?>- 1 -^>"^*a 



TLC:R f 0.26(i'Pn*;UA:;>l3'y-Jl':2 8X7>^-77K=6 5 : 
2 5:4) : 

N M R (DMSO-dj) • ^ 12.85 (s, IH) . 10.20 (s. IH) , 832 (br-s, 2H) . 8.34 Gn. 
10 IH) , 7.94-7.84 (m, 3H) , 7.73-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 
7.8 Hz, IH), 2.88 (m, 2H), 2.52 (m, 3H, wrapped with DMSO), 238 (m, 2H), 
1.70-1.58 (m,4H). 

^mms (10) 

15 4_ (3_ (2- (2-7Syx^;i.5^:i-) 7-t=^)V7S.y) y:c=L)V) - 
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•HCI 



TLC:R f 0.42 iC/an-^JVA: /.ff 2 8 %7>^n7'7k= 4 : 

10:1); - 

NMR(DMSO-ds):5 12.86 (s, IH) , 1034 (s, IH) , 8 J4 (m, IH) , 8.00-7.86 (m, 
5 6H), 7.74-7.68 (m, 2H), 7.49 (t, J = 7.8 Hz, IH) , 7.28 (d, J = 7.8 Hz, IH), 3.45 (s, 
2H),3.05 (in,2H),2.87 (t, J = 7.1 Hz, 2H) . 

jliSgllS (11) 

4- (3- (2- (2-75/X?^;i/75/) 7-fe?;P7$y) 7j^=.)V) 
10 - 2H-7:?7>'>-l 2iaKJfi 




•2HCI 



TLC:R f 0.31 (i^DD^JUA:/^/-)!.: 2 8 967>^:i7*= 6 5 : 
2 5:4); 

N M R (DMSO-d*) : 6 12.87 (s, IH) , 10.92 (s, IH) . 9.50 (br-s. 2H) , 8.34 (m, 
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IH), 820 (br-s, 3H), 7.94-7.86 (m, 3H), 7.76-7.70 (m, 2H) . 7.54 (t, J = 7.8 Hz, 
1H),735 (d,J = 7.8Hz,lH),4.05 (s, 2H), 3.28 (m, 2H), 3.18 (in,2H)o 

^^^5 (12) 

l-:t>-iSKie 



TLC : R f 0.45 J-)\^\ i^nn*;i/A=i : l 0) ; 
NM R (DMSO-d^ : 5 12,90 (s, IH) , 835-832 (m, IH) , 7.92-7.88 (m, 2H) , 
10 7.86 (bis, 2H), 7.69-7.66 (m, IH), 7.60 (t, J = 7.8 Hz, IH), 7.49 (d, J = 7.8 Hz, 
1H),736 (in,lH), 732-7.28 (m,lH),2.81 (q, J = 6.2 Hz, 2H) , 2.66 (t,J = 6.8Hz, 
. 2H),1.67 (m,4H)o 

Hifi^S (13) 

15 4- (3- (2- (3"75/7x:^;W 7ir5';i/75y) 7x::i;W -2 



o 
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o 




•HCI 



TLC:Rf 0^6(;t3'y-;l': 5'PP*;i/A=l : 1 0) ; 
N M R (DN6CK) : 5 1184 (s, IH) , 10 J2 (s, IH) , 9^8 (brs, 2H) , 8 
(m, IH) , 7.91-7.87 (m, 3H) , 7.74-7.69 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 738 (t, J 
5 = 7.8 Hz, IH), 7.27-7.25 (m,3H), 7.14 (d, J = 7.8 Hz, IH), 3.71 G,2H). 

HMgllS (14) 

4- (3- (3- (75y/5=-;i') ^>'M)V7^J) 7xz:;i/) -2H- 



O 



10 




TLC : R f 0.23 : i/umi^JVA : ftK=2 : 8 : 0.5) ; 

NM R (DMSO-d») : 5 12.88 (s, IH) , 10J4 (s, IH) , 8J6-833 (m, 3H) , 8.15 (s, 
IH) , 8.07 (s, IH) , 8.02-7.89 (m, 4H) , 7.79-7.76 (m. IH) , 7.69 (d, J = 7.8 Hz, IH) , 
7J8 (t, J = 7.8 Hz, IH), 7.54 (t, J = 7.8 Hz, IH) . 734 (d, J = 7.8 Hz, IH), 4.12 (s. 



124 



wo 00/44726 



PCT/JP0OAM319 



2H). 

mmms (is) 
5 sy) 7xr.;i/) - 2H-7^7-:^>- 1 -^f > • 



o 




•HCI 



TLC:Rf 0.49 (i7D03j^;i/A:;*^/-;i': 2 89^T>^-77K=6 5 : 
2 5:4) : 

N M R (DMSO-d«) : 6 12.84 (s, IH) . 10.10 (s, IH) , 834 (m, IH) , 7.94-7.80 (m, 
10 6H) , 7.74-7.70 (m, 2H) . 7.45 (t, J = 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, IH) , 2.66 (m, 
2H) . 2J2 (m, IH) , 1.92-1.80 (m, 4H) , 1.64-132 (m, 3 H) , 1.06-0.96 (m, 2H) , 

^ffigllS (16) 

4- (3- (4-75>'->i'P'N^-»l'*)W^— >'1'75 y) 7x-;U) -2 
15 H-7^7v?>- 1 • ttK* 
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O 




•HCI 



TLC : Rf OJO and 0.44 (i7Dn3|N;PA : \ 2 8%7>^:iT 

7K=6 5 : 2 5 : 4) ; 

N M R (DMSO-d^ : 6 12.84 (s, IH) , lO.lS and 10.1 1 (each s, totallH) , 8 J4 
5 (m, IH) , 8.00-7.86 (m, 6H) , 7.75-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
= 7.8 Hz, IH) , 3.18 (m, IH) , 2.56 (m, IH) , 2.06-1.30 (m, 8H) . 

ll;6Sg'l5 (1 7) 

4- (3- (4- (75y;)tf^;W 'Oy-DWrS/) 7x-;i/) -2H- 

10 7^7-:?>- i-:r>-JfiRJa 

o 



TLC:R f 0.49 (^Pa^JUAipl^^y-JU: 2 8%7>^ll7*=4 0 : 




•HCI 
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10:1); 

N M R (DMSO-d^) : 6 12.87 (s, IH) . 10.49 (s, IH) , 8.45 (br-s, 3H) , 834 (m, 
IH) , 8.06-7.86 (m. 6H) , 7.77 (m, IH) , 7.63 (d, J = 8.4 Hz, 2H) . 7.54 (t, J = 7.8 Hz, 
1H),7.33 (d, J = 7.8 Hz, IH), 4.11 (m,2H)o 

HiSWS (18) 

4- (3- (2- (4-75y7x:i;w) 7ir^;l/7S/) 7x-;W -2 
H-7^^v>-l-^>-««ift 

> o 



TLC.'Rf 0.41 (i^na^JPA: 2 8 567>^-77K= 1 0 

0:10:1): 

N M R (DMSO-d«) : 6 1184 (s, IH) , 10.49 (s, IH) , 9.80 (br-s, 3H) , 8.33 (m, 
IH) , 7.92-7.84 Gn. 3H) , 7.74-7.68 (m, 2H) . 7.47 (t. J = 7.8 Hz. IH) , 7.40 (d, J = 
8.4 Hz. 2H) . 7.28-722 (m. 3H) , 3.70 (s, 2H) . 

mmms (i9) 

4- (3- ( (E) -3- (.-fS.yV-)\'-4-^M -fn^y-OVTS./) 
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TLC : 0.47 : i^nD*;UA=2 : 8) ; 



NMR (DMSO-dj) : 5 12.86 (s, IH), 10.62 (s, IH). 9.04 (s, IH). 8J6-8J3 (m. 
IH) , 7.98-7.85 (m, 6H) , 7.76-7.73 (m, IH) , 7 J4-7.49 Gn, 2H) , 7.31 (d, J = 7 J Hz, 
5 IH), 6.85 (d,J = 15.9 Hz, IH). 

4- (3- {7-\l9-)VTXJ) 7xr:jW - 2 H-7:5'7>'>- 1 -:t> 



10 4- (3-75/7x-;U) -2H-7^'7>'>- 1 (SCOmg) © 

fc:'Jv> (OJral) J}C?&T. T-t^JUi^Pv-r K (16.5W 1) * 

fB«JttilSW-r4*f8?«<k^«J (l6Jmg) 
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TLC : Rf 0.36 (^rS'y-JP : i'Pn*;UA=l : 1 0) ; 

NM R (DMSOA) : 5 12.83 (s, IH) , 10.11 (s, IH) , 833 (m, IH) . 7.88 (m. 3H) , 

7.70 (in, 2H). 7.46 (t, J = 7.8 Hz. IH) . 7.25 (d, J = 6.6 Hz. IH) , 2.06 (s,3H). 

5 niKeiie (1) --^mme (i o) 

u^, mkme (10) (Dit^^^mm-rnzfSivxu, 4- o-bH 
jiMene (1) 

4- (3- (.^^D-y^)V7^/) 7x-;l/) -2H-:75'7V>-1-* 



TLC : R f 0.40 (>^'>'— ^'l' : i7U04i)lA= 1:10): 
N M R (DMSO-d.) : 5 12.83 (s, IH) , 10.04 (s, IH) , 833 (m. IH) , 7.88 (m, 3H) , 
7.71 (in,2H),7.45 (t, J = 8.0 Hz, IH), 7.23 (d, J = 8.0 Hz, IH) , 231 (t,J=73Hz, 
20 2H), 1.59 (m,2H), 1.28 (in,4H),0.86 (t, J = 6.9 Hz, 3H) , 



15 
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mmme (2) 

4_ (3_ (^>^/-()V75./) 7x.=.)V) -2n-'y9yv>-i—ty 



5 TLC : Rf . 0.30 U ^' / --'I' : ^7 UUit-)V h= I : 1 0) : 

NMR(DMSOd.): 12.87 (s. IH), 10.43 (s, IH), 8 J5 (m, IH). 7.91 (ni,7H). 
7.47 (m,4H),733 (d, J = 8.0 Hz, IH) . 

mkm& (3) 

10 4- (3- {:f^'))V75.J) 7xr;W -2H--7^7v?>-l-^> 



TLC : R f 0.42 (/^/-Jl': ^nu-^)Vh.= l : 1 0) ; 

N M R (DMSOd*) : 5 12.84 (s, IH) . 10.04 (s, IH) , 834 (m, IH) , 7.90 (m, 3H) , 

7.72 (m. 2H) . 7.46 (t, J = 7.8 Hz, IH) . 724 (d, J = 7.8 Hz, IH) . 2.30 (t, J = 7.1 Hz, 



O 




O 
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2H), 1.61 (m, 2H) . 0.91 (t, J = 7.3 Hz, 3H) . 

mmme (4) 

4- (3- (A'U'J;U75/) yj^~M -2H-7^7>^>-l-*> 

o 




TLC : R f OiO(/^^y-;W: irnD3lN;UA=l : 1 0) : 
NMR (DMSOkJ.) : 6 12.84 (s, IH). 10.04 (s, IH), 834 (m, IH), 7.90 (m, 3H), 
7.71 (m, 2H) , 7.46 (t. J = 7.8 Hz. IH) , 7.24 (d, J = 7.8 Hz, IH) , 2 J2 (t, J = 7.4 Hz, 
2H), 137 (m. 2H), 1 32 (m. 2H) , 0.88 (t, J = 7.4 Hz, 3H) . 

^isgiie (5) 

4_ (3_ Oi/jUTSy) 7x-;W) -2H-7^7-:^>- 



o 




TLC:Rf 033 (;>l^y-)l' : ^'°a*''^■^= 1 : 1 0) ; 
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NMR (DMSCK) : <5 12.86 (s, IH), 9.95 (s, IH), &36-B32 (m. III), 7.92- 
7.88 (m. 2H) , 7.74-7.69 (m, IH) . 7J2 (t, J = 8.0 Hz, IH) , 7.41-730 (m, 3H) , 3.04 
(s,3H). 

5 ^ifigiie (6) 

4- (3- (:/^;u;^ji'3)^->'P75/) 7i-;i/) -aH-^^'^i?^- 1 



TLC : R f 0.76 (pi^'/-;!/ : d7Dn*;i/A= 1:10): 
10 NMR (DMSO-d«) : 5 li85 (s, IH), 9.98 (s. IH) , 8.35-8.32 (m. IH). 7.91- 
7.88 (m, 2H) , 7.70-7.67 (m, IH) , 7J0 (t. J = 7.8 Hz, IH) , 7.40 (s, IH) , 736 (d, J 
= 7.8 Hz, IH) , 730 (d, J = 7.8 Hz, IH) , 3.13 (t, J = 7.6 Hz, 2H) , 1.68-1.63 (m, 2H) , 
139-131 (m, 2H) , 0.82 (t, J = 7.4 Hz, 3H) . 

15 mmme (?) 

4- (2- (r-k^-JUTS/) 7x:i;W) -2H-y^y'J>-l-^> 
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O 




TLC : R f 0.71 J-)^/: ^onjix;PA=l : 1 0) : 
NM R (DMSOd,) : <5 12.80 (s, IH) . 9.25 (s. IH) , 8.29 (d, J = 7.8 Hz,^lH) . 
ISA-im (4 3H) , 7.49 (dd, J = 8.1, 7 J Hz, IH) . 7.39 (d, J = 7.5 Hz, IH) , 7.^ (t, 
5 J = 7JHz,lH),7.22(d,J = 8.1Hz,lH),1.68(s,3H). 

(8) 

4- (4-i'nD-3- (7-b^;U75/) 7x-;W -2H-7^'^v> 
-l-*> 

O 




10 c« 

TLC:Rf 0J8(^3'y-)l': i'nD*;i/A=l : 1 0) ; 
NM R (DMSCHj) : (5 12.89 (s, IH) , 9.69 (s, IH) , 834 (ddd, J = 6.8, 4.6, 2.0 
Hz. IH). 7.98 (d, J = 2.0 Hz, IH), 7.92-7.88 (m, 2H), 7.74 (ddd, J = 6.8, 4.6, 2.0 
Hz, IH), 7.66 (d,J = 8.2Hz,lH),7.40(dd,J = 8.2,2.0Hz.lH).2.11 (s,3H). 

15 
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4- (3- (4- h+v^jusjf-ji.) :/5^ij;i/75y) 7x:i;w -2 

H-7^'7V>- 1 -:t> 




5 TLCrRf 0J9 (;><^y-;P : nn*;i/A= 1 : 1 0) : 

NMR (DMSO-d«) : 6 12.83 (s, IH), 10.08 (s, IH), 8J5-832 (m, IH), 
7.93-7.86 (m, 3H) , 7.73-7.69 On, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7.8 Hz, 
IH) , 3.58 (s, 3H) , 2.36 (t, J = 7.4 Hz, 4H) , 1.88-1,78 (m, 2H) . 



10 m&me (1 0) 

4- (3- i7-th=¥'y) yx=.)V) -2H-y^^'J>-l-yi-> 




TLC : R f 0.48 (^^/-Jl : i?na*JUA=l .10); 
NMR (DMSO-dj) : 5 1Z88 (s, IH) , 835-832 (m, IH) , 7.92-7.88 (m, 2H) , 
15 7.70-7.67 (m, IH) , 7.59 (t, J = 7.8 Hz, IH) , 7.48 (d, J = 7.8 Hz, IH) , 737 (s, IH) , 
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732-7^ (m, IH) , 2.29 (s, 3H) . 

mSLL 

4- (3- (4-75yy^'J;P75y) 7X-J1/) -2H-7^7>?>- 
5 1 




^Jfi«a|4 (2) Tfijibfefb^ft (2 2 8mg) *J:t;i 0 %/t7>":7A 
(23.0mg) (Di^^'^}Vt^)VA7S.\i (130ml) «aBJK**3l?»ffl^ 
T, 5 0t:T3l^|BJ«j^bfe. S^SS^ffeS^jfiL. ^SSSriitttfc. 

ttM*^-r4*ieWfb^» (1 1 2mg) 
TLC : R f 0.45 d7DD*;UA= 1:10); 

N M R (DMSO-d,) : ^ W-H (bis, IH) , 8 34 (m, IH) , 7.90 (m, 3H) , 7.72 (m, 
2H), 7.46 (t, J = 7.8 Hz, 1H)^7.23 (d, J = 7.8 Hz, IH), 2.56 (t, J = 7.0 Hz, 2H), 
15 235 (t, J = 7.6 Hz, 2H), 1.65 (m, 2H). 

nasgii? (1) 

4- (3- (3-75/yPf^:j--;P75y) 7x-;U) -2H-7^'7>? 
>- 1 -t> 
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^i&m4 (2) TS!iiUfcfl:^«»®f^t>D{ci6tjfi0ii4 (4) rmmL^tit 



5 TLC:Rf 0.22 (j'^^/-;!' : Pn*;i/A= 1 : 1 0) ; 

NMR (DMSO-dj) : S 10.19 (s, IH), 8J4 (m, IH) , 7.90 (m. 3H) , 7.72 (m, 2H). 
7.46 (t,J=7.8Hz,lH),7.24 (d, J = 7.8 Hz, IH) . 2.85 (t, J = 6.3 Hz, 2H) , 2.42 (t,J 
= 6 J Hz, 2H) . 

10 ^MfiS 

4- (3- (4-*JWd?=t^->:/5^'JJl/75y) 7x-;|/) -ZH-^^^v 
>-l-:t> 



H 

Hlfi^e (9) T»3iLyS:fk'&«J (lOOmg) Wpt^'y-Jl' (5.00ml) 

15 m»m\zmmx, 2 ntkk^i:-^- h u a*®?* (o.4iom 1 ) $:«iT u , 21^ 
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KW^l^lt. S*£:fi^*l- 2 N«» (0.4i0ml) Stti^, If^mtSU^Lk^. 

IE4*l<4M*Wr5*l6^ft:^« <96.0mg) 
5 TLC:Rf OJO (^^'^'-Jl' : i'Da*>'^A= 2 : 8) : 

NM R (DMSO-d«) : d 12.83 (s, IH) , 12.06 (brs, IH) , 10.10 (s, IH) , 8.35-8.30 
(m, IH), 7.93-7.87 (m, 3H). 7.73-7.70 (m, 2H), 7.48-7.43 (m, IH). 7.24 (d, J = 
7.2 Hz, IH) , 2J7 (t, J = 7.2 Hz, 2H) . 227 (t, J = 7.2 Hz, 2H) , 1.85-1.75 (m. 21^ . 

10 ^ifi^9 

4- (3- (5-t HD+->/'?U'U)l/75y) 7x-;l/) -2H-7:5'5v 
,>-l-:i-> 



HJfiWe (9) T»jgtfc{t^«J(l 0 Omg) <Dxh7t Hn7^>(5.00 



I^IBlSB^ft. SeiC. *3)l^b<J5^'>A7;U5-C7A (I0.4mg) SrJnA, im 
KtHi^blt. S«Ji^«»w**fl:U5^'^A7;U5-':TA (3.0mg) S:llO;t. 

20 2 0-1:10) T»SL. TI2!fttt«l&Wr«>*fl^^k^«l (22.7m g) * 




15 ml) »«alJC, mWL-C7i(-m{t'}^'yj^7)VS.-^Ix (I0.4mg) ^Jn^. 2 
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TLC:Rf 0.3l(^^'/—}V:i7na^)VL,= l:10); 
NMR (DMSO-d«) : 6 12.83 (s, IH), 10.04 (s, IH), 8.35-832 (m, IH), 
7.93-7.86 (m. 3H) , 7.73-7.69 (m, 2H) , 7.46 (t, J « 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, 
5 IH), 4J8 (t, J = 5.1 Hz, IH), 3.43-337 (m, 2H) , 232 (t, J = 7J Hz, 2H) , 1.64- 
1.49 (m, 2H) , 1.47-1.40 (m, 2H) . 

HiSgjl 10 s 

4- (3-^4- (t-yh+->*;i/3t?:::;u75y) -^^ji^T^y ^^ii^) 
o 



##«4-c»ifiL;tfl:^4» (2 5 0mg) *5J:t;4- (t-:/h+v'*;u 
ji^-jPTsy) :/^;P75> (18 8mg) «)T-K7kHn77> (1 Om 

1 ) smmi 1 i^wagg Lfe. s^ss^w* o *c st?&^«, ^ y -;k i 

15 Oral) -C^&RL. mSl. (57 ul) *<ttX*3!lfl;->7y :t;'^«:M- 'J -^A 
(6 3mg) SlniA. CCTll^lBlifBliLfc. SlSS-&«!4^iaT-life«*!^ 
Lfc. KiSig^!»**»c:lID;^.. Rax^jP-CttmUit, ttai«>J^7Kfe«fctXfiS 

20 -10:1) T»»L. TIBttttfllS*t-«*l8?qfl:^«5 (3 1 4mg) =fe 
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TLC:Rf 0J2 (i7nn*;i/A : -?^i'y-;i'=9 : 1) : 
N M R (DMSO-d.) : S 12.82 (s. IH) , 8 J3 (m, IH) , 7.91-7.84 (m, 2H) , 7.68 (m, 
IH) , 735 (s, IH) , 7.49-7.42 (m, 3H) , 6.77 (t. J = 5.4 Hz, IH) , 3.81 (s, 2H) , 2.88 
5 (m, 2H) , 2J4 (m. 2H) , 1.42-1.38 (m, 4H) . 133 (s, 9H) . 

jliSglJ 1 1 

4- (3- (4-7Sy:/?;i/7S/;>t5";V) 7x^;W -2H-7^l7>' 



TLC:Rf 0.26(^Pnil%;UA:^^y-;W:2 8 3g7>^::::7*=6 5 : 
15 2 5: 4) ; 

N M R (DMSO-d«) : 5 1^91 (s, IH) , 9.40 (br-s, 2H) , 835 (m, IH) , 8.10-7.86 
(m, 5H) , 7.80-7.72 (m, 3H) , 7.64-7.58 (m, 2H) , 4.21 (s. 2H) , 2.94 (t. J = 7.4 Hz, 
2H), 2.79 (t, J =7.4 Hz, 2H), 1.78-1.55 (in,4H). 

20 jljfSglll 2 



O 




10 



•2HCI 
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4- (3- (3-x?;p-2-f^:t'i7i^-r H) yji-M -2H-y^^i> 

o 




4- (3-75y7x-JU) -2H-y^yi?>-l-:i-> (1 1 9mg) 
5 <^xh7kKn77> (4ml) }S«tC-1'75^:i->7>fiX^;U (44tf 1) 

fl:^«J (61.0mg) 

TLC:Rf 0S7 (.i7UU-^)VA: ^^y-)V=9 : 1) ; 
10 N M R (DMSO-dj) : ^ 12.84 (s, IH) , 9.60 (br-s, IH) , 8 J3 (m, IH) . 7.94-7.84 
(m, 4H) . 7.70 (s, IH) . 7J4-7.44 Gn, 2H) , 7.30 (m, IH) , 3.48 (m, 2H) , 1.12 (t, J = 
7.2Hz,3H). 

Hififfiia (1) 

15 4- (3- (3-X^;Ue;KH) 7xX;U) -2H-7^'7v?>- 1 

> 
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■3 



5 TLC:Rf 0.42 (/rS'y-JV : i7nn3^Jl/A= 1 : 1 0) : 

N M R (DMSOdj) : <5 1X80 (s, IH) , 8.60 (s, IH) , 834-831 (m, IH) , 7.92- 
7.85 (m, 2H) , 7.74-7.71 (m, IH) . 7.68 (s. IH) , 7.47 (d. J = 8.4 Hz, IH) , 737 (m, 
IH) . 7.08 (d, J = 7.8 Hz, IH) , 6.14 (t, J = 5.6 Hz, IH) , 3.14-3.05 (m, 2H) , 1.04 (t, 
J = 7.2 Hz, 3H) . 



4_ (3-7 5y7x-;U) -2H-7^7v>- 1 -:t> (1 1 9mg) 



10 




141 



wo 00/44726 



PCT/JP00A)0319 



©fc:Ui^> (2ml) »«tc. *?&T. i^aamWiX'^)], (4 8ui) 

S*x-x;U-etfe}^L. Tia«!lttfi[$W-r4*f8igfl:^«5 (89.4m g) Sr^fe, 
5 TL C : R f 0.49 ('\+1}-> : »KX5^;U= 1:2): 

N M R (DMSOd,) : 6 12.83 (s, IH) . 9.80 (s. IH) , 833 (m, IH) , 7.94-7.84 (m, 
2H), 7.74-7.68 (m,2H),7.60 (d, J = 8.0 Hz, IH) , 7.44 (t, J = 8.0 Hz, IH). 7.19 (d, 
J = 8.0 Hz, IH) , 4.12 (q, J = 7.0 Hz. 2H). 1.24 (t. J = 7.0 Hz. 3H) . s 

10 mi&m 14 

4- (3- (5- (t -:/h+->*;i.4?-;u7S/') '^>?;i/7s/) 7x 

-;U) -2H-73'75?>-l-:t> 




4- (3-75y7x-;W) -2H-73'^S?>-l-:t> (2 0 0mg) 
15 :feJ:i;i - t ->^>:^^->*JU#x;U-2 -t HP+i/tf'^'Jv'V (17 0m 
g. J. Org. Chcm., fil, 4180 (1996)#R8) (Oi^ ^^)Vt^J\^AT 5. }^ (4ml) 
(9 8 m 1) i3ctj;*JRfl:h'J7-fch=»^'>*':73fS:f-h'J':7A (3 
5 8mg) ^mX, ^aT-«a»L^, Ri«:S^i»*»»X5^;i.-C*?iL, 

20 hu-^/AT^jse^. »isufc. aaE&vij*y;u*7Ai'nv hy^7w- 
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fi*W-r**lll«^k^«J (10 6mg) ti^ft. 
TL C : R f OJO (Ift^b^f^l^^ : i^»Xf^;U= 1:2); 
5 N M R (DMSO-dj) : 5 12.73 (s, IH) , 831 (m, IH) , 7.91-7.83 (m, 2H) , 7.74 (m, 
IH) , 7.21 (t, J = 7.7 Hz, IH) , 6.78-6.54 (m, 4H) , 5.77 (t, J = 5.3 Hz, IH) , 3.00 (m, 
2H) , 2.90 (m, 2H) , 1.54 (m, 2H) , 1 JO-1.18 (m, 13H) . 

"i 

10 4- (3- (5-75>"^>5";U7Sy) 7x-;l/> -2H-7^'7>?>- 
l-:^->• 2ifii6« 




• 2HCI 

15 ^^JS^i't. 

TLC.R f 0.44 2 8%7>^-77K=6 5 : 

2 5:4) ; 

N M R (DMSO-dj) : 5 12.83 (s, IH) , 833 (m, IH) , 8.04-7.76 (m, 6H) , 7.72 (m, 
IH), 7.42 (m, IH), 7.22-7.02 (m, 2H), 3.14 (t, J = 7.2 Hz, 2H), 2.75 (m, 2H), 
20 1.70-1.50 (m, 4H) , 1.46-134 (m, 2H) . 
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nmmi 6 



5 




mmW6 (3) TS5jgUfcfl:^«!> (70.0mg) i5J;t^n-v>ttl!l (96.4m 
g) <D'J^^^> (3.00ml) »«*3I^MjaaSL^. SlSil^feSf&m 

□ *;PA= 1:20) mUb. TE«H4<lS=tT«*fB?q<b^«l (6.img) 

10 

TLC:Rf o.24(;^^/-Jl': ^oa*;UA=l : 2 0) : 
NMR (DMSO-d«) : 8 12.87 (s, IH), 11.66 (s. IH). 836-832 (m, IH), 8.08 (s, 
IH) , 7.91-7.M (m, 4H) , 7J7 (t, J = 7.8 Hz, IH) . 7.45 (d, J = 7.8 Hz, IH) . 2.73 (t, 
I = 7.4 Hz, 2H), 1.82-1.75 (m. 2H) , 0.94 (t, J = 7.4 Hz, 3H). 

15 

mmmi i 

4- (3- (5- (7-fef";l'75y) A*W'J;l^7^y) 7x-;U) -2H- 
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5- t -zfh^i^tl)Vilii^)l7S.yfO^>fii<0Rt>K)\Z5-7-t^)V7 

5 TLCrRf 0.18 (;t^'/->'U : i7 0n*;l/A= 1 : 9) ; 

NMR (DMSO-ds) : <5 12.83 (s, IH), 10.05 (s, IH), 835-832 Gn, 1H), 
7.93-7.86 (m, 3H) , 7.82-7.78 (m, IH) , 7.74-7.69 (m. 2H) , 7.46 (t, J = 8.1 Hz, IH) . 
7.24 (d, J = 72 Hz, IH), 3.06-3.00 (in,2H),2J2 (t, J = 7.2 Hz, 2H) , 1.77 (s,3H), 
1.63-1.53 Gn,2H), 1.46-136 (in,2H). 

LO 

4_ (3_ (3- (3- t -:^h^->*;^4?-;^75yy^b^;^) -2-^ 
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TLC:Rf 0M(i7Uat^)\^A: ^3'y-)l=9 : 1) : 
N M R (DMSO-d*) : 5 12.84 (s, IH) , 9.68 (br-s, IH) , 833 (m, IH) , 7.90-7.60 
5 (m, 4H) , 7.69 (s, IH) , 7 J3-7.45 (m, 2H) , 732 (m, IH) , 6.83 (m, IH) . 3.46 (m, 
2H) , 2.95 (m, 2H) , 1.63 (m, 2H) , 1.35 (s, 9H) . 

mmmi 9 j 

4- (3- is- (3-75yyat:;V) -2-5^;i-C7Ui' K) yx.-)V) 
10 -2H-7^'7>'>-l 

o 




•HCI 



15 TLC:Rf OM (!7Ua^}lA: 2 S%7>=E=.77i(.= 6 5 : 
2 5:4) ; 

N M R (DMSO-dj) : 5 1^85 (s, IH) , 10.18 (br-s, IH) , 8 J4 (m, 2H) . 8. 16-7.80 
(m.6H),7.76 (s,lH),7.58 (d, J = 8.1 Hz, IH) , 7.48 (t,J = 7.8Hz, 1H).7.31 (d,J 
= 7.8 Hz. IH), 3.55 (m,2H),2.84 Gn,2H).1.84 (ni,2H), 
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mmm2 0 



5 t:Uv> (40.0ml) lrig»l./i4- (3-75/7x-;i/) -2H-7^ 
^>?>- 1 -^>(7.00g){C, ii[{k/f^U> (3.00inl) f;^»Lfc5-':/P 
^^^Kifilktl (6.00ml) **?&TTiOA, ^ffl-C2 0^)-tPB!^Lfc. Sl&S 

10 iSfL;t, Sii^fi^JSfflE (xi^y-;U:it{k^^U'>=7 : 3) TSn!>fej5fe* 
Ix. TaE««!lttfil<£Wr5*f8?^fl:^tt (8.21 g) 
TLC:Rf 038 (lftft;*5'U> : ^^y-;i'= 2 0 : 1) : 
NMR (DMSO-dj) : 5 1Z84 Cs, IH), 10.08 (s, IH), 8.35-8.32 (m, IH), 
7.91-7.69 (m, 5H) , 7.46 (t, J = 7.8 Hz, IH) , 7.25 (d, J = 7.8 Hz, IH) . 3.55 (t, J = 6.0 

15 Hz, 2H) ,2.36 (t, J = 7.2 Hz. 2H) , 1.87-1.68 (m, 4H) . 

^mm2o (1) 

4- (3- (5-yD^;xuij;P75y) -4-i'nP7xX;l.) -2H- 
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0 




Br 



a 



4- (3-75/7xZ:jU) -2H-y^yz^>- l-:t><D^t>K)\Z4 
- (3-74y-4-:J7Pn7xr:;U) - 2H-7^5v>- l -:t>#ffl 

5 ^^mit^^^^ft. 

TLC:Rf 0^2 («fl:^^U> : >l^'/-;i'= 9 : 1) 
N M R (DMSOd*) : 8 12.90 (s, IH) , 9.65 (s, IH) , 8 J6-8.32 (m, IH) , 7.93- 
7.89 (m, 3H) , 7.76-7.64 (m, 2H) . 7.43-738 (m, IH) . 3.56 (t, J = 6.8 Hz, 2H) , 2.50- 
144 (m, 2H), 1.90-1.60 (m,4H). 



10 



o 
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mmVi20 (1). TSifiLfc^k^ft (2 0 Omg) t'>i;u^^zy}l7S. 
> (3.00m 1) (7)S^«J*8 Ot:TmiBISO^Lfe. Sl5S^«5*«*iL. « 

5 (2.00m 1 ) mm\zmTr4ii^i\:^m—:^:t^ii->mm (i.oom i > * 
— .+t}->T««saLTetT®«»ttfi*wr5*fi?q{k^«!i (72.5m 

g) • X 

TLC : R t 0.70(lfifl:^f^U>: ;*^'y-;i':i^BI=8 : 1 : 1) ; 
10 N M R (DMSO-dj) = <5 12.90 (s, IH) , 9.72 (s, IH) . 8.53 (brs, 2H) , 8.35-8.32 (m, 
IH) , 7.94-7.89 (m, 3H) , 7.75-7.71 (in. IH) , 7.68 (d, J = 8.1 Hz, IH) , 7.42 (dd, J = 
8.1, 1.8 Hz, IH), 2.90 (bis, 3H), ZOl-1.98 (m, 2H). 1.74-1J7 (m, 8H) , 1.28-1.22 
(m,6H). 

15 ^mm2 1 (1) -llliW2 1 (9 7) 
20 Slffig!l2 1 (1) 

4- (3- (5-->i'n'^>^;i'75/nV''j;i^7S/) 7x-;w -2H 
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•HCI 

o 



,1^ 



TLC : Rf 0.43 (i'anihjUA : / -JU : B^B6= 8 : 2 : 1) : 



(m, IH) , 7.95--7.85 (m, 3H) , 7.76-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.24 (d, J 
5 = 7.5 Hz, IH). 3.60-3 J3 (m. IH), 2.93-2.80 (m. 2H), 143-234 (m. 2H), 2.02- 
1.28 (in,12H), 

^^6^2 1 (2) 

4- (3- (5-->i7D'\+i/)l'75y/tV''J;P75y) 7x-;U) -2H 
10 -7:?7i^>-l-:t>-«l8Jfi 



TLC : R f 0.48 (i;aun^)VM, : : WK=8 : 2 : 1) ; 

N M R (DMSO-d.) : 6 12.85 (s. IH) , 10.25 (s. IH) , 8 J9 (brs, 2H) , 836-8J1 
(m. IH) . 7.96-7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz. IH) . 7.24 (d, J 
15 = 7.5 Hz, IH). 3.60-3.17 (m, IH), 2.98-2.83 (m, 2H), 2.44-2J2 (m, 2H),"5.05- 



N M R (DN|SO-d«) : 3 12.85 is, IH) , 10.27 (s, IH) , 8.72 (brs, 2H) , 837-^0 



O 
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1.95 (m, 2H) , 1.77-1.47 (m, 6H) , 1J5-0.99 (m, 6H) . 

Hifigna 1 (3) 

4- (3- (6-i^/9';uT5/'\:^^i}-y'f;u75y) 7x-;i/) -2h- 

0 



TLC : R f 0.35 (i7Pn*;i/A : pl^'/-;!/: g^ffi=8 : 2 : 0.5) : 
N M R (DMSO-dj) : 5 1Z85 (s, IH) , 10.18 (s, IH) , 9.97 (bis, IH) , 836-8 J2 
(m, IH) , 7.91-7.89 (m, 3H) . 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
10 = 7.8 Hz, IH), 3.05-2.95 (in,2H),2.71 (d, J = 4.8 Hz, 6H), Z35 (t, J = 7.2 Hz, 2H) , 
1.72-132 Gn, 4H) , 1 J9-1.22 (m, 2H) . 

^iSg!l2 1 (4) 

4- (3- (5- (5^7yj-:^>-3-'f;u) A^'j;P75y) 7x-;u) 

15 -2H--75'5>'>-l-:t> 
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o 




TLC : R f . 0J0(i^OD*;UA : ^^^y-;i.= 9 : i) ; 



NMR (DMSP^) : d 12.83 (s, IH), 10.05 (s, IH), 8J5-830 (m, IH), 
7.94-7.86 (m, 3H) , 7.75-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, 
5 IH), 3.99 (s, 2rt , 197 (t, J = 6.3 Hz, 2H), 2.75 (t, J = 6J Hz, 2H), 136-2.26 (m, 
4H) , 1.68-1J8 (m, 2H) , 1 Jl-1.41 (m, 2H) . 

jlifie!l2 I (5) 

4- (3- (5- (■77>-2-'1';U/5^JV'7Sy) A'U'JJl^T^/) 7x 
10 ~)V) -2H-y^^i?>-l-:t-> -mSi^ 



TLC : R f 0J3 (^nn^)lA : ;<^'y-;P: 2 8 967>^::^77jc= 9 : 
1 : 0.1) ; 

NMR (DMSO-d,) : 5 12.84 (s. IH). 10 JO (s, IH), 937-9.20 (br, 2H), 



O 
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8 J5-8.30 (m, IH) , 7.94-7.83 (m, 3H) , 7.74-7.68 (m, 3H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J = 7.8 Hz, IH) , 6.62-6.61 (m, IH) , 6.50-6.48 (m, IH) , 4.17 (t, J = 5.0 Hz, 
2H) , 2.95-2.79 (br, 2H) , 2.42-2J0 (br, 2H) , 1.74-1 Jl (br, 4H) . 

5 ^mm2 1 (6) 

4- (3- (5- (N-pt^;P-N-yPtf;l'75>') Al^U^UTS/) 7 
x-;|/) -2H-7^'7>?>-l-:f>-«Kli 



TLC : Rf 0.32(i?oa*;i/A:/:5'y-;i/:»K=8 : 2 : 0 J) : 
10 N M R (DMSO-dj) : 6 1184 (s, IH) , 10.26 (s, IH) , 9.98 (brs, IH) , 835-832 
(m,lH),7.89 (in,3H),7.72 (m,2H),7.46 (t, J = 7.2 Hz, IH) , 7.24 ((l,J = 7.2Hz, 
IH), 2.98 (m, 4H), 168 (s, 3H), 140 (m, 2H), 1.65 (m, 6H), 0.87 (t, J = 7.2 Hz, 
3H). 

15 ll«gl|2 1 (7) 

4- (3- (5^ (2->?;>l^;i/75yxf-;|/75/) A* U- 'J ;l.7 S / ) 7 
xr.;i.) - 2 H-7:5' 7v'>- 1 2tt8« 




H 
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TLC:Rf 0.10(»»); 

N M R (Dl^b-dj) : 6 12JSS (s. IH) , 10.72 (bis, IH) , 10.24 (s. IH) , 9.19 '^rs. 
2H) , 8.35-8.32 (m, IH) , 7.92-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, 
5 1H),7.24 (d, J = 7.8 Hz. IH), 3.42 (m.4H),2.98 (brs,2H),i82 (s,6H).2J9 (m. 
2H),1.67 (bis,4H). 

mmmz i (s) 

4- (3- (5-';^x5";u75yA*uu;i'75y) 7x:r;i/) -2H-7^ 

10 ^v^- 1 -:t> • ifififi^ 

O 




TLC : R f 0.17 (i7nn*)l.A : 2 8%7>^-7*=9 : 

1 : 0.1) : 

NMR (DMSO-d») : 6 1284 (s, IH), 10 JO (s, IH), 10.15-9.99 (br, IH), 
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835-8 JO (m, IH) , 7.89-7.83 (m, 3H) , 7.75-7.68 (m, 2H) . 7.45 (t, J = 7.8 Hz. IH) , 
7.23 (d, J = 7.8 Hz, IH) , 3.08-2.99 (m, 6H) , 2.44-232 (br, 2H) , 1.77-1.48 (br, 4H) , 
1.18 (t,J=7.2Hz,6H). 

5 ^itegll2 1 (9) 

4- (3- (5- (7-t?5^i?>- i-'f-'W) ni^'JJi/75y) :7x-;v) - 



TLC : R f 037 (i^PD^^PA : ;^:5'/-;l' : »K=8 : 2 : 1) : 
10 NMR (DMSO-d«) : 6 12.84 (s, IH), 10.21 (s, 2H), 8.36-831 (m, IH), 
7.94-7.86 (m, 3H) , 7.74-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7 J Hz, 
IH) , 4.10-3.86 (m, 4H) , 3.15-3.07 (m, 2H) , 2 JO-2.16 (m, 4H) , 1.68-1.44 (m, 4H) . 

^«Sgll2 1(10) 

15 4- (3- (5-'^>>?;l'75yA'U'J;U75y) 7x-;i/) -2H-y^ 



o 
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TLC : R f 0.33 (!7aut^)VA : 2 8%7>^-7*=§ : 

1 : 0.1) : 

NMR (DMSO-dj) = <5 12.84 (s, IH), 10.28 (s, IH), 9.33-9.11 (br, 2H), 
5 835-8J0 (m, IH) , 7.93-7.83 (m, 3H) , 7.74-7.68 (m, 2H) , 7.55-7.35 (m, 6H) , 7.23 
(d, J = 7.6 Hz, IH), 4.09 (t, J = 5.8 Hz, 2H) , 2.98-2.79 (br.2H),2J6 (t,J = 7.0Hz, 
2H),1.79-1J2 (br,4H). 



l^iSW2 1(11) 

10 4- (3- (5- (N- (77>-2— r;u) /^;u-N-/^;u75y) 

0 




TLC : R f 0.49 (i^anircJl/A : : PK= 8 : 2 : 1) : 

NMR (DMSO-d«) : 5 12.85 (s, IH) , 10.40 (s. IH) , 10.24 (s, IH) . 8.35-8.31 (m. 
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IH) . 7.93-7.86 (m, 3H) . 7.80 (d, J = 1 J Hz, IH) , 7.74-7.70 (m. 2H) , 7.46 (t, J = 
8.1 Hz, IH) , 7.24 (d, J = 7.8 Hz, IH) , 6.73 (d. J = 33 Hz, IH) , 6 J5-6.53 (m, IH) , 
4.44-4J0 (m, 2H) , 3.14-2.90 (m, 2H) , 2.65 (d, J = 4 J Hz, 3H) , 239 (t, J = 7.5 Hz, 
2H). 1.80-1.54 (in,4H). 



jfeii(5ff!l2 1 (1 2) 

4_ (3_ (5- (N- t -y5^;i/-N-/^JU75y) nV^))VT=,J) 




10 TLC:Rf 0.20(5^Pn*Jl'A:pl^y-;i': 2 8%7>^:::i7*=9 : 
1 : 0.1) : 

NMR (DMSO-d«) : 6 12.84 (s, IH), 1030 (s, IH), 9.88-9.69 (br. IH), 
835-830 (m, IH) , 7.94-7.83 (m, 3H) , 7.76-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J = 7.8 Hz, IH) . 3.29-3.18 (m, IH) , 2.81-2.60 (m, 4H) , 2.40 (t, J = 6.8 Hz, 
15 2H) , 1.87-1.52 (br, 4H) , 131 (s, 9H) . 



g6jffig!l2 1(13) 

4- (3- (5- (N->^^>'l'-N-2-^Ot:-jl/75y) AUU;U7S 

y) 7xr;u) -2H--7^'7>'>- i-:t> -ittS^ 
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10 




TLC : Rf 0.34(i7no4^JUA: ^^y-jU 



= 8:2:0^):. 



N M R (D^p-d^ : 5 12.84 (s, IH) . 10.56 (bis. IH) , 10.21 (s, IH) , 833 Xm, 
1H),7.86 (m,3H),7.72 (m,2H),7.46 (t, J = 7.8 Hz, IH) . 7.24 (d, J = 7.8 Hz, IH) , 
5 4.09 (s, 2H), 3.84 (s, IH), 3.10 (m, 2H). 2.77 (s, 3H), 2J9 (m, 2H). 1.65 (m. 
4H)o 



2 1 (14) 



4- (3- (5- (N— f Vy5^;i/-N->C5^;I.T5/) Al^UJUT^y) 




TLC : Rf 0.22(i7nn:j^;l/A:^^^y-;U:»K=8 : 2 : 0 J) ; 

N M R (DMSO-<U : d 12.85 (s, IH) , 10.24 (s, IH) , 9.25 (brs, IH) , 8.35-832 

(m, IH) , 7.91-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.24 (d, J 
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= 7.8 Hz, IH), 3.08-2.81 (in,4H),2.71 (d, J = 4.8 Hz, 3H) , 2.40 (t, J = 6.6 Hz, 2H) , 
2.05-1.98 (m, IH) , 1.70-1.62 (m, 4H) , 0.95-0.91 (m. 6H) . 

IIMgil2 1 (1 5) 

5 4- (3- (4-t;i'*'j/y?'j;i'75y) 7x-;w -aH-^^'^v? 



TLC : Rf 0.27(5'PP*;l'A : : mik=8 : 2 : 1) ; 

10 N M R (DMSO) : 6 1Z85 (s, IH) , 10.60 (tes, IH) , 1031 (s, IH) , 836-830 Gn, 
IH), 7.94-7.85 (m, 3H) , 7.76-7.68 (m, 2H), 7.47 (t, J =7.8 Hz, IH), 7.26 (d, J = 
7.8 Hz, IH), 3.98-3.88 (m. 2H). 3.80-3.68 (m, 2H), 3.48-3.38 (m, 2H, oveil^ped 
with H20), 3.16-2.98 (m, 4H), 2J2-2,42 (m, 2H ovcrl^)ped with DMSO), 2.06- 
1.94 (in,2H). 



TLC:Rf 0.46(i7an*J>A: Pl5'y-Jl'=l 0 : 1) ; 
NMR (DMSO-d«, DMSO = 2.49ppm) : 5 12.85 (s, IH), 10.22 (s, IH), 9.68 
(brs, IH), 835-832 (m, IH) , 7.92-7.88 (m, 3H), 7.72-7.68 (m, 2H), 7.48 (t, J = 
20 7.8 Hz, IH) , 7.26 (d, J = 7.8 Hz, IH) , 3.98-3.95 (m, 2H) , 3.69-3.61 (m, 2H) , 3.47- 




H 



15 
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3J4 (m, 2H), 3.16-3.04 (m, 4H), 2.48-2.43 (m, 2H) , 2J2 (s, 3H), ^00-1.94 (m, 
2H). 

jliag!12 1(16) 

5 4- (3- (5- {N-X^)V-N-;f-$')l7S.y) Al^'JjUT^y) 7x 

o 




TLC : Rf 0.23 (i'PO*;UA : /^/-;P:»e=8 : 2 : 1) : 
N M R (DMSO-d,) : 3 12.85 (s, IH) , 10.25 (s, IH) , 9.93 (bts, IH) ; 835-832 
10 (m, IH) , 7.93-7.86 (m, 3H) , 7.75-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
= 7.5 Hz, IH), 3.18-2.92 (in,4H).2.67 (d,J = 5.1Hz,3H),Z40 (t, J = 6.6 Hz, 2H) , 
1.76-136 (m, 4H) , 1.20 (t, J = 73 Hz, 3H) . 

mmm2 1 (i 7) 

15 4-(3-(5-(2, 2. 2- hU7;i':i-nx5^;u75y) nU^JJlTS. 
J) 7x:z;U) -2H-7^'7i?>-l-*>-lfi»li 
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TLC : R f 0.35 (i^DDJ^Jl/A : ^^'y-;i/=9 : 1) ; 



N M R (DN&p-d») : 6 12.85 (s, IH) , 10.24 (s, IH) , 9.71 (brs, 2H) , 835-8-32 
(m, IH) , 7.94^7.85 (m, 3H) , 7.75-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
5 = 7.8 Hz, IH), 4.05 (q, J = 9.6 Hz, 2H) , 3.01 (t, J = 7.8 Hz, 2H) , 2 J8 (t,J = 6.6Hz, 
2H), 1.78-1.58 (m,4H). 

mmm2 1 (i 8) 

4_ (3- (5-->^n7'at;;l/75/A*U'J;l/75y) 7xr;U) -2H 
10 -7^'7>'>-l-:t>-t£Kia 



TLC : Rf 0.56 (^Pn*:>'l'A : ^S' y : »K= 9 : 1 : 0.5) : 
NMR (DMSO-d*) : 5 12.84 (s, IH), 10.26 (s. IH), 9.07-8.94 (br, 2H), 
8.35-8.30 (m, IH) , 7.95-7.85 (m, 3H) , 7.75-7.69 (m. 2H) , 7.45 (t, J = 8.0 Hz, IH) , 
15 7.23 (d, J = 8.0 Hz, IH) , 3.02-2.90 (m, 2H) , 2.70-2.58 (m, IH) , 2.44-2.32 (m, 2H) , 



O 
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1.72-1^8 (m, 4H) , 0.88-0.82 (m. 2H) , 0.73-0.66 (m, 2H) . 
^Iit5g!l2 1(19) 

4- (3- (5- (.•>i;a^^z/}V:i'^)V75./) nvu;u75y) :7x- 

5 ;W -2H-7^'7S^>-l-:t>-«Kifi 



TLC:Rf 031 (i^nDTfjjl/A : ;<^'>'-JU : »S=9 : 1 :0.2) ; 
NMR (DMSO-d«) : 6 12.84 (s, IH), 1026 (s, IH), 8.60-8.47 (br, 2H), 
836-8 JO (m, IH) . 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.46 (t, J = 7.5 Hz, IH) , 
10 7.24 (d, J = 7.5 Hz, IH) , 2.93-^82 (m, 2H) , 2.75-2.66 (m, 2H) , 2.43-233 (m, 2H) , 
1.78-lJO (m, lOH) , 1.25-1.00 Gn, 3H) , 0.98-0.83 (m, 2H) . 

^mm2 1 (2 0) 

4_ (3_ (5_ (N. N-h::;^ (2-;th=^^->Xf^;V) 75 7) AUU;l' 
15 7S/) 7x-;W -2H-73'7V>-1 



o 
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0CH3 



TLC : R fv-0;24 (^na3l>;UA : : i^K=8 : 2 : 03) ; 



N M R (DMSOdg) : 5 12.86 (s, IH) , 10.28 (s, IH) , 9.84 (bis, IH) , 8.36-8 32 
(m,lH),7.90 (in,3H),7.71 (in,2H),7.46 (t, J = 7.8 Hz, IH) , 7.24 (d,J = 7.8Hz, 
5 IH) , 3.67 (t, J = 5.0 Hz, 4H) , 3.46 (m, 4H) , 3.27 (s, 6H) , 3.13 (m, 2H) , 2.39 (m, 
2H),1.65 (m,4H). 

j^«Sgl|2 1 (2 1) 

4- (3- (5- (^:i-7x>-2-'f)P;>l5^JP75y) A'^'j;V75y) 
10 7xr.;i/) -2H-7^'7-:^>-l-:t>-tiKifi 

o 



TLC : R f 0J3 (irnD*)PA : :f^9 J-)\/ : KK=8 : 2 : 0 J) ; 

N M R (DMSO-d«) : 5 12.85 (s, IH) , 10.21 (s, IH) , 9.04 (bts, 2H) . 8.36-8 J2 





•HCI 

0 
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(m, IH), 7.92-7.88 (m, 3H). 7.74-7.70 (m, 2H). 7.62 (dd, J = 5.2, 1.2 Hz, IH), 
7.47 (t, J = 7.8 Hz, IH) . 7.30-7.23 (in, 2H) , 7.08 (dd, J = 5.2, 3.4 Hz, IH) , 435 (m, 
2H),2.91 (m,2H),2.37 Gn,2H), 1.65 Gn,4H), 

5 jli6g!l2 1 (2 2) 

4- (3- (5- (N->i5^;i/-N-'f vT'nfcrjUT^ y) A*^'j;i'7sy) 



TLC : R f 0.23 (drand^;UA : : »S= 8 : 2 : 0.5) : 

10 NMR (DMSO-d.) :6 12.85 (s, IH), 10.18 (s, IH), 9 J4 (bis, IH), 8.35-8.32 
(m, IH) , 7.92-7.86 (m, 3H) , 7.71 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 7.25 (d, J = 
7.8 Hz, IH), 3J0 (m, IH), 3.08-2.95 (m, 2H), Z62 (d, J = 4.8 Hz, 3H), 2.40 (t, J 
= 6.9 Hz, 2H), 1.65 (m, 4H) , 1.22 (d, J = 6.6 Hz, 3H) , 1.18 (d, J = 6.6 Hz, 3H) . 

15 Mm2l (2 3) 

4- (3- (5- i'rhy\i\^uyy>-2—()V^^)VT5./) A'U'JJU 
7$/) 7x-;P) -2H-7^7i^>-l-^>-<i[KJfi 



0 
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1^ 



TLC : Rf 0^0 (i^ A : : »K= 8 : 2 :03) ; 



NMR (DifeO-d,) : 8 1185 (s, IH), 10^ (s, IH), 8.94^.80 (br. IH), 
8.72-8 J8 (br, IH), 8.35-8 Jl (m, IH) , 7.95-7.86 (m, 3H), 7.76-7.69 (m, 2H), 7.46 
5 (t, J = 8.0 Hz, IH) , 7.24 (d, J = 8.0 Hz, IH) , 4.17-4.07 (m, IH) , 3.80-3.75 (m, IH) , 
3.72-3.64 (m, IH) , 3.08-2.80 (m, 4H) , 2.40-2J5 (m, 2H) , 2.05-1.48 Gn, 8H) . 

l^iSgy2 1 (2 4) 

4- (3- (5- t-:/^;w75ynuu;u75/) 7x-)P) -2H-7 

10 ^y-:^>-i-t> '^mm. 

o 



TLC : R f 0.55 ({7an^)VA : : RK=8 : 2 : OJ) ; 

NMR (DMSO^i*) : d 12.85 (s, IH), 10.29 (s, IH), 8.70-8.60 (br, 2H), 
8.36-8.31 (m, IH) , 7.94-7.86 (m, 3H) , 7.76-7.70 (m, 2H) , 7.46 (t, J = 8.0 Hz, IH) , 
15 7.24 (d, 'J = 8.0 Hz, IH) , 190-2.78 (m, 2H) , 2.45-2J8 Gn, 2H) , 1.75-1.60 (m, 4H) , 
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l^(s,9H). 

mmmzi (2 5) 

4- (3- {5-^tO'^)lT^//-^l'U)V7S.^) yx.=.)V) -2H- 
5 7^7i?>-l-3l->-lfiKia 



TLC:Rf 0.49 (i'Pa^jVA : : »K=8 : 2 : 0^) : 

NM R (DMSO-dg) : 5 12.85 (s, IH) , 10.26 (s, IH) . 835-8.32 (m, IH) , 8.26 
(brs, 2H) , 7.91-7.88 (m, 3H) , 7.75-7.70 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) . 7.24 (d. 
10 I = 7.8 Hz, IH) , 2.90 (m, 2H) , 2.72 On, 2H) , 239 (t, J = 6.9 Hz, 2H) , 1.72-1.62 
(m,4H).0.96 (8,9H). 

^mmZl (2 6) 

4- (3- (5- (a-yotf-jUT^y) AUU^PTS/) 7xr;W - 
15 2H-7^7i^>- 
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TLC : R f 0J3 i!7nn^)VA : J-)\^: 2 8967>^-7*=9 : 

1 : 0.1) : f \ 
NMR (DMSO-d«) : 5 12.84 (s, IH), 10.27 (s, IH), 9.46-9.24 (br. 2H). 
5 8.35-8 JO (m. IH) , 7.94-7.83 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d. J = 7.8 Hz, IH), 3.92-3.79 (br, 2H) , 3.6 8 (t, J = 2.4 Hz, IH), 3.04-2.96 
(br, 2H) , 2.43-231 (br, 2H) , 1.79-1 JO (br, 4H) . 

mi!&'8k2 1 (2 7) 

10 4- (3- (5-scc-:^^;i/75ynuujU7^/) :7xriji/) -2H-7 



TLC : R f 0.48 (i^ PO*;UA : jj^^^-;!/ : 2 8%7>^^77K=4 : 
1 : 0.1) : 

15 NMR (DMSO-d,) : a 12.84 (s, IH), 10.28 (s, IH), 8.77-8.43 (br, 2H), 
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835-830 (m, IH) , 7.94-7.84 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J = 7.8 Hz, IH) , 3.11-178 (br, 3H) , 143-2.32 (br, 2H) , 1.82-132 (m, 6H) , 
1.17 (d, J = 6.6 Hz, 3H), 0.86 (t, J = 7.4 Hz, 3H) . 

5 ^aSgliai (2 8) 

4- (3- (S-X^jl/T^yA'UUJVTSy) -4-i7P07xz:;U) - 



TLC:Rf OM (i'PD*;l'A : : »K= 8 : 2 : 1 ) ; 

10 N M R (DMSO-d«) : 6 12.90 (s, IH) , 9.72 (s, IH) , 8 J4 (brs, 2H) , 835-8.32 Gn, 
IH) , 7.94-7.89 (m, 3H) , 7.76-7.72 (m, IH) , 7.66 (d, J = 8.1 Hz, IH) , 7.41 (dd, J = 
8.1, 1.8 Hz, IH) , 2.94-2.82 (m, 4H) , 2J2-2.42 (m, 2H) , 1.66-1 J8 (m, 4H) , 1.16 (t, 
J = 7.5Hz,3H). 

15 mmm2 1 (2 9) 

4- (3- {5-Zf^)lTS.y;i\^U)V7^y) -A-^UUy^^-JV) - 
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O 




a 



TLC:Rf 0.33 (i?DD:!j?;i/A : /^'y'— ;U : SS=8 : 1 : 1) ; 



N M R (DmIomI,) : 6 12.90 (s, IH) , 9.73 (s, IH) , 8.60 (brs, 2H) , 835-8.32 V 
IH) , 7.94-7.88 (m, 3H) , 7.75-7.72 (m, IH) , 7.66 (d, J = 8.1 Hz, IH) . 7.41 (dd, J = 
5 8.4, 2.1 Hz, IH) , 2.94-2.78 (m. 4H) , 2 Jl-2.42 (m, 2 H) , 1.68-1 JO (m, 6H) , 136- 
1.24 Gn,2H),0.86 (t, J = 7.2 Hz, 3H) , 

j^aSgllZl (3 0) 

4_ (3_ (5-->iroyptrji//^)i'7syA*uu;i'75y) 7x-;v) 
10 -2H-:7^7>?>-i-*>-*aK*£ 

o 



TLC : R f 0.77 {!;nat^)VA : ^f^f^Z-JV : g^K=8 : 2 : OJ) : 
NMR (DMSO<) : d 1185 (s, IH) . 10.25 (s, IH) , 8.67 (bis, 2H) . 835-832 
(m, IH) , 7.92-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) . 7.24 (d, J 
15 = 7.8 Hz, IH) , 2.89 (m, 2H) , 2.76 (m, 2H) , 238 (m, 2H) , 1.65 (brs, 4H) . 1.02 (m. 
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1H),0J4 (m.2H),0.33 (m,2H). 

mn2i (3 1) 

4- (3- (5-->i'0'^>^Jl'/^>'l'75/'Al/ij;U75/) yx.=.)V) 
5 -2H-73'7-:?>-l-:t>'*aKa 

0 



TLC : Rf 0^9(i^an-^)VA: ^^J—)V:fftli=8 : 2 : 0.2) ; 
NMR (DMSO-d,) : 5 12.85 (s, IH), 10.24 (s, IH), 8.55-8.43 (br, 2H), 
S36S31 (m, IH) , 7.94-7.86 (m, 3H) , 7.75-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 
10 724 (d, J = 7.8 Hz, IH) , 2.94-2.77 (m, 4H) ,A43-2.35 (m, 2H) , 2.20-2.06 (m, IH) , 
1.80-1.40 (m, lOH) , 1.26-1.13 (m, 2H) . 

^mmzi (3 2) 

4- (3- (5-i/i'a:/f-jl/7SyAl^ij;i/75/) 7x-;W -2H- 
15 7^7i^>-l-5i->-«Klfi 
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o 




TLC : Rf 0J9 (i' A : ^^/-)V:ffm=8 : 2 : 0.2) : 
NMR (Dl^O-d.) '• 5 12.85 (s, IH), 10.25 (s, IH), 9.01-8.86 (br, SD. 
8.36-8 JO (m^ IH) , 7.95-7.85 (m, 3H) , 7.76-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 
5 7.24 (d, J = 7.8 Hz, IH) , 3.70-3.50 (m, IH) , 2.82-2.68 (m, 2H) , 2.42-2 J2 (m, 2H) , 
2.20-2.06 (m. 4H) , 1.82-1.55 (m, 6H) . 

j^iSgi|2 1 (3 3) 

4- (3- (5- (2 -7;i':tDXf^;i/7^y) AUiJ-'l'TSy) yjL-M 
10 -2H-7^'7v>-l-:t>-:i[8i6 

O 




TLC:Rf 0.35 (i7DD3}?;i/A:;<^'/-;U:»86=8 : 2 : 1) ; 
NMR (DMSO-dj) : 5 12.85 (s, IH) , 10 J4 (s, IH) , 8.99 (brs, 2H) , 8.35-8.32 
(m, IH) , 7.94-7.85 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7.24 (d, J 
15 = 9.3 Hz, IH) , 4.72 (dt, J = 46.8, 4.8 Hz, 2H), 3.26-3.18 Gn, 2H) , 3.02-2.90 (m. 
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2H) , 2.41-2J6 (m, 2H) , 1.78-1J8 (m, 4H) . 
SI{Sga2 1 (3 4) 

4- (3- (5-t;i/3j^u/AUU;w75y) -4-irnn7x-;w) -2 

0 



TLC:Rf 0^ (i^na^JUA : ^^y-;l'=9 : 1) ; 
NM R (DMSCK) : * 12.90 (s, IH) , 10.41 (brs, IH) , 9.72 (s, IH) , 8.38-8.31 
(m, IH) , 7.96-7.86 (m, 3H) , 7.76-7.71 (m, IH) , 7.66 (d, J = 8.4 Hz, IH) . 7.41 (dd, 
10 J = 8.4, 2.1 Hz, IH), 3.98-3.90 (m, 2H), 3.76-3.68 (m, 2H), 3.42-3.30 (m, 2H), 
3.14-2.94 (m, 4H) , 2J0-i41 (m, 2H) , 1.80-1.56 Gn, 4H) . 

jliiW2 1(3 5) 

4- (3- (5-v/?;u7s/A'uu;i'75y) -4-/ h+->7x-;i.) 

15 - 2H-y^vi^>- l-:t> -mSi^ 
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TLC : R f 0.28 (i7PD:!^^;^A : /-Jl : »Wi=8 : 2 : 0.5) : 



NMR (DjksO-d^ : 6 12.78 (s, IH), 10.20-10.03 (br. IH), 930 (s, IH), 
8.35-8.30 (m, IH) , 8.21 (d. J = 2.0 Hz, IH) , 7.94-7.83 Gn, 2H) , 7.80-7.73 (m, IH) , 
5 7.30 (dd, J = 8.5, 2.0 Hz, IH) , 7.20 (d, J = 8.5 Hz, IH) , 3.92 (s, 3H) , 3.07-2.97 (m, 
2H) , 2.70 (d. J = 4.8 Hz, 6H) , 2.49-2.40 (m, 2H) . 1.74-1.50 Gn, 4H) . 

jliBg!12 1 (3 6) 

4- (3- (5- (2->l5^;i-2-7'D'^-;i/75/) AU'JjWT^y) 

10 :7xr:;i') -2H-73'7>?>-i-*>-ilB6« 



TLC : R f 0.43 (i'nDTjxjUA : 2 8 367>^ :i77K= 9 : 

1 : 0.1) ; 

NMR (DMSO-d,) : 6 12.84 (s, IH), 10.29 (s, IH), 9.02-8.83 (br, 2H), 




CH3 
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8 J5-8 JO (m, IH) , 7.94-7.84 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J » 7.8 Hz, IH), 5.07 (s, 2H), 3.61-3J7 (br, 2H), 194-2.88 (br, 2H), 
2.43-2J2 (br, 2H) , 1.77-1.65 (m, 7H) . 

5 mmm2 1 o ?) 

4- (3- (5- (2- (1 -'>i^n'\+'fe>- 1 --f;U) xf^Jl-T^y) 
A^ijjUT^y) 7xn;l/) -2H-7^7i^>-l-:i->-ail« 



TLC : R f 0.40(i^na*JPA: /^'y-;!/: 2 8?67>^n7*=9 : 
10 1 : 0.1) : 

N M R (DMSO-dj) : «5 12.91-12.76 (br, IH) , 10.28 (s, IH) , 7 J5-7.68 (m, 8H) , 
7.45 (t, J = 7.6 Hz, IH) , 7.23 (d, J = 7.6 Hz, IH) , 5.47-5 J9 (br, Ih) , 2.97-2.74 (br, 
4H) , 2.43-ZlO (br, 4H) , 1.99-1.79 (br, 4H) , 1.74-1.48 (br, 8H) . 

15 mmm2 1 o 8) 

4- (3- (5-->*^^;u7$ynuuji/75y) -4-tHn+'>7x- 
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•HCi 

o 



TLC : R f 0.26 ii; amt^)VM> : : KK=6 : 4 : 1) ; 

N M R (DNfSO-d«) : 8 12.74 (s, IH) , 10.26 (s, IH) , 9.58-9.43 (br, IH) , 9.3S'^ (s, 
IH) , 8.36-8 JO (m. IH) . 8.07 (d, J = 1.8 Hz, IH) , 7.93-7.74 (m. 3H) , 7.16 (dd, J = 
5 8.1, 1.8 Hz, IH) , 7.02 (d. J = 8.1 Hz, IH) . 3.10-3.00 (m, 2H) , 2.73 (d, J = 3.3 Hz, 
6H) , 2J0-2.45 (m, 2H) , 1.72-1.53 (m, 4H) . 

^ilgll2 1 (3 9) 

4_ (3_ (5- (1, 2-'J^'^)V:fu\d)V75./) A* 'J ;U7 5 7 ) 7 
10 x-;i/) -2H-7^'7i?>-l-^>-lfi»*fi 

O 



TLC : R f 0.54 (i^OD*;i/A : : »86= 8 : 2 : 0.5) ; 

N M R (DMSO-d.) : 6 12.85 (s, IH) , 10.21 (s, IH) , 8.39 (bts, IH) , 8.35-8 J2 

(m. IH) . 8.16 (brs, IH), 7.93-7.86 (m, 3H) , 7.73-7.70 (m, 2H), 7.47 (t, J = 7.8 Hz, 
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1H),7.25 (d, J = 7.8 Hz, IH), 3.06-2.92 (m,3H),2J9 (t, J = 63 Hz, 2H), 2.04 (m, 
IH), 1.66 (m, 4H), 1.09 (d, J » 6.6 Hz, 3H), 0.89 (d, J = 8.7 Hz. 3H), 0.86 (d, J = 
8.7Hz,3H). 

5 mmmz i (4 0) 

4- (3- (5-5':t^:;P*>J>'>''?I^'J;l'75y) yx.-)V) 



TLC : R f OJ8(i^nP3^;l'A:>t3'y-;U: 2 89g7>^:i7*=9 : 



10 1 :0.1) ; 

NMR (DMSO-d,) : a 12.84 (s. IH), 10.75-10 J2 (br, IH), 10.26 (s, IH), 
8 J5-8.30 (m. IH) , 7.94-7.84 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J = 7.8 Hz, IH) , 3.72-3.59 (m, 2H) , 3.23-2.97 (m, 6H) . 2.88-2.72 (m, 2H) . 
2.39 (t, J = 7.0 Hz, 2H) , 1.81-1J3 (m, 4H) . 

15 

^im2 1 (4 1) 

4- (3- (5- (4-;)t^;Hf'^7v>- 1 TJU) /N'U 'J = 7 ) 7 
x^;U) -2H-7:?7v>-l-:t>-rJfiB6Jfi 
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o 




1 : 0.1) : > ■ 

NMR (DMSO-d«) : d 12.84 (s, IH), 12.00-11.40 (br, 2H), 10.27 (s, IH), 
5 8.35-8.30 (m, IH) , 7.94-7.83 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 
7.23 (d, J = 7.8 Hr, IH) , 3.85-2.98 (br, lOH) , 2.79 (s, 3H) . 2 J9 (t, J = 6.8 Hz, 2H) , 
1.83-1.52 (br,4H). 



mmm2 1 (4 2) 

10 4- (3- (5->?/^;P75y/tUij;i'75>') -4-7)U:f n7xr.;W 




TLC : R f 0.41 (i'nojJ^;l'A : ^^y-)V: 2 8%7>^-77fc=9 : 
1 : 0.2) ; 
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NMR (DMSO-d.) • 6 12.86 (s, IH), 10.10-9.95 (br. IH), 9.95 (s, IH), 
8.35-831 (m, IH), 8.16-8.11 (m, IH), 7.95-7.85 (m, 2H), 7.74-7.68 (m, IH), 
7.46-7.32 (m, 2H) , 3.06-3.00 (m, 2H) , 2.71 (s, 6H) , 2.49-2.43 (m, 2H) , 1.74-1.50 
(m,4H). 



mmmz i (4 3) 

4- (3- (5-'>:;a-/a\i)V7iy/^U0)V7^y) -A-i/aayx. 



10 TLC:Rf 0A3i^unt^)\,2>.: :f>9J-}V: 2S%T>'i:~Ti^=^ : 
1 : 0.2) : 

NMR (DMSO-d.) : 6 12.90 (s, IH) , 9.70 (s, IH) , 8.73-8.57 (br, 2H) , 8J7- 
831 (m, IH), 7.96-7.86 (m, 3H), 7.76-7.69 (m, IH), 7.66 (d, J = 8.1 Hz, IH), 
7.41 (dd, J = 8.1. 2.0 Hz, IH) , 3.06-2.90 (m, 2H) , 2.74-2.60 Gn, IH) , 2.50-2.40 (m, 
15 2H), 1.76-1.56 (m,4H). 0.85-0.65 Gii.4H). 

^mmz 1 (4 4) 

4- (3- (5- {2--7)V-tUX=f-)V7^J) A'UUJl/TSy) -4-^? 



5 
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TLC : R f OJl (i;aa^)]/A : : 2 8%7>^:-7*=9 : 

1 :0.2) : ~ / 
N M R (DMSCmO : 6 12.90 (s, IH) , 9.71 (s, IH) , 8.97-8.84 (br, 2H) , 837- 
5 831 (m, IH), 7.95-7,86 (m, 3H), 7.76-7.70 (m. IH). 7.66 (d, J = 8.4 Hz, IH), 
7.41 (dd, J = 8.4, Zl Hz, IH) , 4.71 (dt, J = 47.0, 4.5 Hz, 2H) , 337-3.18 (m, 2H) , 
3.02-2.90 (m, 2H) , 2J0-2.40 (m, 2H) . 1.75-1.60 (m, 4H) o 

Iljfeg!l2 1 (4 5) 

10 4- (3- (5->^^^;u7ayA*i^u;i/7^y) -4-;^f';i'7x-;i/) 



TLC : R f 0.25 {i;aa^)VA : : 2 8%7>^-7*=9 : 

1 : 0.2) ; 
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NMR (DMSO^ : 6 12.82 (s, IH), 10.25-10.06 (br, IH), 9.53 (s, IH), 
8J6-830 (m, IH), 7.93-7.84 (m, 2H), 7.79-7.73 (m, IH), 7.66 (s, IH), 7J37 (d, J 
= 7.7 Hz, IH) , 7.29 (d, J = 7.7 Hz, IH), 3.09-2.97 (in, 2H), 171 (d, J = 4.5 Hz, 
6H) , 2.46-2.40 (m, 2H) , 231 (s, 3H) , 1.76-1.56 (m, 4H) . 



jliSg!l2 1 (4 6) 

4- (3- (5- (2-^^)1'- 2 -yD'^-;U75y) A'l^UJl^T^y) 



10 TLC:Rf 0.50(i^PPJj^Jl'A:>^>'-;V: 2 8?67>^r.7*=9 : 
1 : 0.2) : 

NMR (DMSO-dj) : <5 12.90 (s, IH), 9.71 (s, IH), 8.80-8.67 (br, 2H), 8J6- 
8J1 (m, IH), 7.95-7.86 (m, 3H), 7.76-7.70 (in, IH), 7.66 (d, J = 8.1 Hz, IH), 
7.41 (dd, J = 8.1, 2.0 Hz, IH) , 5.07 (s, 2H) , 3.49 (t, J = 5.4 Hz, 2H) , 2.94-2.82 (m, 
15 2H) , 2.48-2.43 (m. 2H) , 1.77 (s, 3H) , 1.77-1.58 (m, 4H) . 

^mm2 1 (4 7) 

4- (3- (5- (.2-:fa^=.)V7S./) AUU)U75/) 7x-)l/) - 
2H-7^7->*>- 1 • 



5 
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0 




TLC : R f 0.56 : J-}\/ : g^»= 8 : 2 : 1) ; 

N M R (DK^O-ds) : 5 12.85 (s, IH) , 10.25 (s. IH) , 8.91 (bis, 2H) , 8 J6-*J1 
(m. IH) , 7.9*7;85 (m. 3H) , 7.76-7.68 (m. 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7.24 (d, J 
5 = 7.5 Hz, IH) , 5.95-5.82 (m, IH) , 5.44 (dd, J = 17.4, 1.2 Hz, IH) , 5.37 (d, J = 10.2 
Hz, IH) , 3 J7-3 Jl (m, 2H) , 2.92-2.80 (m, 2H) . 2.41-234 (m, 2H) , 1.69-1.60 (m, 
4H). 



•^^miX (4 8) 

10 4- (3- (5- (2-yDt;-;i/7S/) ni^'J^i'Tsy) -^-^uu 

7x-;V) -2H-7^'7i^>- 1 -:t> 




TLC : R f 0.41 (i'PD^^l/A : : 2 8 9S7>^-7*= 9 : 

1 : 0.2) : 

15 N M R (DMSO-d») : (5 1190 (s, IH) . 9.73 (s, IH) , 9.40-9.25 (br, 2H) , 8.37- 
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8 JO (m, IH), 7.96-7.86 (m, 3H), 7.76-7.70 (m, IH), 7.66 (d, J = 8.4 Hz, IH), 
7.40 (dd, J = 8.4, 2.0 Hz, IH), 3.91-3.83 (m, 2H), 3.69 (t, J = 2J Hz, IH), 3.00- 
2.88 (m, 2H) . 2.49-2.40 (m, 2H) , 1.74-1 J7 (m, 4H) . 

5 mmmz i (4 9) 

4- (3- (5- (N-;)t^;i/-N-yatr;U7Sy) Al'U-'UTS/) - 
4-i'Da7x-;U) -2H-7^7':^>-l-:t>-«iJJft 



TLC:Rf 0J29 if un^JlA : ^f-S^ / : mWi= 8 : 2 : 0^) : 
10 N M R (DMSO-d«) : 8 12.90 (s, IH) , 10.01 (brs, IH) , 9.74 (s, IH) , 8.36-8.32 
(m, IH) , 7.93-7.88 (m, 3H) . 7.75-7.71 (m, IH) , 7.67 (d, J = 8.2 Hz, IH) , 7.41 Gn, 
IH). 2.98 (m, 4H), 2.68 (d, J = 4.8 Hz, 3H), 2.48 (m, 2H), 1.70-1J9 (m, 6H), 
0.87 (t,J = 7.0Hz,3H). 

15 1 (5 0) 

4- (3- (S-'f yy^;P7SyA*L/iJjl/7S/) 7x-;W -2H-7 
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TLC : Rf 0.70 ii; au^JVA : }f-^ .f-Jl :f/^&=B : 2 : 0.5).^ ; 
NMR (DMSPA) : 12.85 (s. IH), 1022 (s, IH). 8J6-832 (m, 3H), 7.89''(in, 
3H) , 7.74-7.70 (m, 2H) , 7J1-7.19 (m, 2H) . 2.88 (m, 2H) , 2.70 (m, 2H) , 2 J8 (m, 
5 2H).1.65 (in,5H),0.92(d,J = 6.6H2.6H). 

mmm2 i (s i) 

4_ (3_ (5- (2-:/D'^-;U:j-+->7S/) A*U'J;l'7S/) 7x:^ 

o 




TLC:Rf 0.46 {i;aa-ii)VL> : y—)V=9 : I) : 
N M R (DMSCM1«) : S 12M (s, IH) , 11.53 (brs, IH) , 10.18 (s, IH) . 8 J6-8.30 
(m, IH) , 7.94-7.85 (m, 3H) . 7.75-7.68 (m, 3H) , 7.46 (t, I = 7.8 Hz, IH) . 7.24 (d, J 
= 7.8 Hz, IH), 5.97-5.84 (m, IH), 5.40 (dd, J = 17.1, IJ Hz, IH) . 532 (d, J = 10.2 
15 Hz, 1H),4.54 (d, J = 5.7 Hz, 2H). 3.20-3.14 (iii,2H), 2.40-2 J5 (ni,2H), 1.69-1.63 
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(m,4H). 

^Iiiligl|2 1 (5 2) 

4- (3- (5-->i'a'\:/^ji'7sym^«jJU7sy) 7xr:;i.) -2h 

5 -75'7V>-l-:t>-a»« 



TLC : R f 034(5^nn*JPA : P^^y-Jl' : i^»=8 : 2 : 0.l) : 
N M R (DMSO-d») : 6 12.85 (s, IH) , 10.24 (s, IH) , 8 Jl (m, 2H) , 8.33 (m, IH) , 
7.90 (m, 3H) . 7.72 (m, 2H) , 7.46 (t, J = 7.6 Hz, IH) , 7.24 (m, IH) , 3.10 (m, IH) , 
10 2.90 (m,2H),2J8 (m,2H),lJ6 (in,16H). 

^flSgll2 1 (5 3) 

4_ (3_ (5_ (fc:^ijj;>-l— fJW) ;tUiJ)P75/) 7jl-)V) - 
2 H-^^^i^V- 1 -t> - 
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•HCI 

O 



TLC : R f 0J8 (d^DD^JUA : J-)\/ : »»=8 : 2 :-l) ; 
NM R (DMSp-dJ : S 12.85 (s, IH) , 10.24 (s, IH) , 9.73 (brs, IH) , 835-8J2 
(m, IH) , 7.93-7.86 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
5 = 7 J Hz, IH) . 3 J8-3.34 (m, 2H) , 3.04-2.97 (m, 2H) , 2.88-Z70 (m, 2H) , 2.40 (t, J 
= 6.9 Hz, 2H) , 1.84-1J5 (m, 9H) , 1.44-1.26 (m, IH) . 

mmm2 1 (54) 

4- (3- (5- (2-->7yx^;i.7S/) A'uu;u75y) 7x-;u) 

10 -2H-75'7>?>-l-3j->-Jg»*g 



TLC : R f 0.45 (ififfc/^'U^ : : i^S= 8 : 1 : 1) : 

N M R (DMSOni,) : 6 12.84 (s, IH) , 10.29 (s, IH) , 9.24 (brs, 2H) , 8 J5-8 J2 

(m, IH) , 7.91-7.88 (m, 3H) , 7.73-7.72 (m, 2H) , 7.46 (t, J = 8.0 Hz, IH) . 725 (d, J 
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= 8.0 Hz, IH), 3.27-3.16 (m, 2H). 2.99 (t, J = 7.5 Hz. 2H) , 2.99-287 (m, 2H). 
2.40-236 (m, 2H) . 1.65 Cs, 4H) . 

mmm2 1 (s s) 

5 4- (3- (5- (A-t HD7-l?ti>- 1 -'f;W) /tU'j;U75 y) 7x 




TLC : R f 0.61 m<t^'f-U> : /^/-;i/:KK=8 : 1 : 1) ; 
N M R (DMSOd*) : 6 1285 G, IH) , 10.20 (s, IH) , 9.66 (bis, IH) , 8 J5-8 J2 
10 (m, IH) , 7.93-7.91 (m, 3H) , 7.73-7.71 (m, 2H) , 7.47 (t, J = 7.5 Hz, IH) , 7.24 (d, J 
= 7.5 Hz, IH) , 3.09-3.05 (m, OD . 239 (t, J = 6 J Hz, 2H) , 1.78-1.55 (m. 12H) . 

lliaW2 1 (5 6) 

4- (3- (5-y^C7U':f^)V7S.yni^U)V7^y) -4-'!7aayjL- 
15 ;W -2H-7^'^v>-l-:t>-ifiK« 
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TLC : R f 0.23 m<t^^U> : ^5^y-;U=5 : 1) ; 
N M R (DMSO-cU : 5 12.90 (s, IH) . 9.72 (s, IH) , 8.90 (brs, 2H) , 8.35-832 (m, 
IH) , 7.94-7.87 (m, 3H) , 7.75-7.72 (m, IH) , 7.65 (d, J = 8.4 Hz, IH) , 7.43-7.39 (m, 
5 IH) . 3.65-3.60 (m, IH) , 2.80-2.72 (m, 2H) , 2^2.46 (m, 2H) , 2.17-2.10 (m, 4H) , 
1.79-1.56 (m,6H). 



10 



^mmz 1 (5 7) 

4- (3- (5- (2, 6-i^;?t^;i/^;v*u>-4— r;w ni/u;u7^ 
y) 7xzi;u) -2H-7^^5^>-i-^>-ifiK« 




TLC : Rf 0.51,0.70 : >^/-^:»S6= 8 : 1 : 1) ; 

NM R (DMSOd^) : 5 12.85 (s, IH), 10.58 (brs, IH). 10.22 (s, IH), 8.35-8 J2 
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(m, IH) , 7.92-7.90 (m, 3H) , 7.73-7.70 (m, 2H) , 7.47 (t, J = 7.5 Hz, IH) , 7.26 (d, J 
= 7 J Hz, IH) , 3.92-3.87 (m, 2H) , 3 JO-3.16 (m, 4H) , 3.10-3.00 (m, 2H) ,2J9 (t, J 
= 10.8 Hz, 2H 3/10) , 2.40 (t, J = 7.5 Hz, 2H 7/10) , 1.74-1.62 (m, 4H) , 1.40 (d, J = 
7.2 Hz, 3H 3/10) . 1.12 (d, J = 6.6 Hz, 6H 7/10) , 1.08 (d, J = 6.0 Hz, 3H 3/10) . 

5 

mmm2 1 (s s) 

4- (3- (5- (li-X^)l-N-2-;^h^'yX.^}V7i/) A'l/ij;U 
75/) 7x-;W -2H-7^7i^>-l-:J->-ifiBSifi \ 




k^OCH, 



10 TLCrRf 0J0(46fl:>5^l^> : ^^'y-JP :»K=8 : 1 : 1) ; 

N M R (DMSOkO : 5 12.85 (s, IH) , 10.23 (s, IH) , 9.62 (brs, IH) , 835-8.32 
(m, IH) , 7.93-7.86 (m, 3H) , 7.74-7.71 (m, 2lfi, 7.46 (t, J = 7.8 Hz, IH) , 7.26 (d, J 
= 7.8 Hz, IH) , 3.65 (t, J = 4.5 Hz, 2H) , 3 J0-3J24 Gn, 2H) , 3.28 (s, 3H) , 3.13-3.10 
(m,4H),2.40 (t, J s 6.9 Hz, 2H) , 1.64 (bre,4H), 1.19 (t, J = 7.5 Hz, 3H) , 

15 

mmmi i (59) 

4- (3- (5- (2 -x5^;i'-4-;t5^;W5^'y-;i'- 1 --r;u) 
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TLC : r! 0.60(«{k^^P>: /^^y-)V :mSt=8 : 1 : 1) : 
NMR (DMSO-d») : <5 12.85 (s, IH), 10J8 (s, IH), 8.35-8 J2 (m, IH), 
7.89-7.88 (m, 3H), 7.75-7.69 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 7.36-7 J3 (m, IH) , 
5 7.24 (d, J = 7.8 Hz, IH) , 4.07 (t, J = 6.9 Hz, 2H) , 2.94-2.88 (m, 2H) , 2.43-238 (m, 
2H) . 2.21 (s, 3H) , 1.76-1 J8 (m, 4H) , 1.25 (t, J = 7.5 Hz, 3H) . 



mmm2 i (6 o) 

4- (3- (5-^;p*'jyAW'j;i/7iy) -4-7;u:tP7xr:;u) - 
10 2H-7^'7-::^>-i-*>'ifiSti[ 

o 




TLC : R f 037 (^PP^JUA : : WK= 9 : 1 : 1) : 

NMR (DMSO-ds) : 6 12.86 (s, IH) , 10.38 (brs, IH) . 9.94 (s, IH) , 8.36-831 
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(m, IH), 8.15 (dd, J = 7.8, 1.8 Hz, IH), 7.94-7.85 (m, 2H), 7.73-7.68 (m, IH). 
7.46-7 J3 (m, 2H) , 3.96-3.91 (m, 2H), 3.71 (t, J = 11.7 Hz. 2H), 3.42-3.27 (m. 
2H) , 3.14-2.93 (m, 4H) , 2.52-2.42 (m, 2H) , 1.78-1.54 (m, 4H) . 

5 mmm2i (6i) 

4- (3- (5- (1. 2, 5. 6— rh7tKok:U>'>-l— f;W A* 



TLC : R f 0.40 (i'DD*;UA : >^/-JU : SK= 9 : 1 : 1) ; 
10 N M R (DMSOd,) : 5 12.85 (s, IH) , 10-25 (s, IH) , 10.13 (bis, IH) , 8.35-831 
(m, IH) . 7.94-7.85 (m, 3H) , 7.75-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
= 7.8 Hz, IH), 5.93-5.84 (m, IH), 5.72-5.63 (m, IH), 3.83-3.70 (m, IH), 3J9- 
332 (m, 2H) , 3.14-^98 (m, 3H) , 2.52-235 (m, 3H) , 2.32-2.18 (m, IH) , 1.80-1J4 
Gn,4H). 



IIMgll2 1 (6 2) 

4_ (3_ (5- (\iu^}-y>-l-'fM A*WU;i'7 5/) -A-i7UU 



O 




15 
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•HCI 

O 



o 



TLC : R f . 0^8 (lfi<b/f'U> : : 1^86=8 : 1 : 1) ; 



N M R (DMSOA) : 8 12.90 (s, IH) , 10.19 (brs, IH) , 9.72 (s, IH) , 8.35-8.32 
(m. IH) , 7.94-7.87 (m, 3H) , 7.75-7.72 (m, IH) , 7.65 (d, J = 8.1 Hz, IH) , 7.43 (dd, 
5 J = 8.1, 2.1 Hz, IH), 3.59-3.52 (m, 2H), 3.16-3.07 Gn, 2H), 2.96-2.93 (m, 2H), 
2J0-2.44 (m, 2H) , 1.97-1.83 (m, 4H) , 1.76-1.60 (m, 4H) . 

§liSg!l2 1 (6 3) 

4- (3- (5- ( (2S) -2-/h=^^v;t9^;HfP'J>'>-l-'r;W 

10 AU-UJUTsy) 7x-;i/) -zH-y^^yi^y-i-^t-y -mi^^ 



TLC : R f 0.20 ({;unt^)VL. : : »e=8 : 2 : 0.1) ; 

' NM R (DMSO-d«) : d 1Z85 (s, IH) , 10.26 (s, IH) , 9.89 (bts, IH) , 835-8.32 
(m. IH) , 7.91-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
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= 7.8 Hz, IH) . 3.68-3.29 (m, 5H) , 3.29 (s, 3H) , 3.05 (m, 2H) . 2J9 (m, 2H) , 2.13- 
1.63 (m,8H). 

mmm2 1 (6 4) 

5 4- (3- (5- (1. 2. 3 -hU7y-;W-l A*U'j;i/75y) 
7xz:;W -2H-73'7i;>-l-t>-«ilie 



TLC:Rf 0.44(*a{b>t9^U> : P^^/-;P=9 : 1) : 
N M R (DMSO-d») : 5 12.83 (s, IH) , 10.09 (s, IH) , 8.35-8 32 (m, IH) . 8.12 (s, 
10 IH) , 7.91-7.86 (m, 3H) , 7.73-7.68 (m, 3H) , 7.46 (t, J = 8.1 Hz. IH) , 7.25-7.22 (m, 
IH), 4.40 (t, J = 6.9 Hz, 2H), 2J6 (t, J = 73 Hz, 2H). 1.88-1.83 Gn, 2H), 1J6- 
lJl(ni,2H). 

Ilifig!l2 1 (6 5) 

15 4- (3- (5-->i'n'^>5';U75yni^'JJl/75y) -4-i7nD7x 



o 
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o 





•HCI 

O 



TLC:Rf 0.27(ifift>i5'U> : ^3'y-;V=5 : 1) ; 
N M R (DMSO-d.) : 8 12.90 (s, IH) , 9.72 (s, IH) , 8.58 (brs, 2H) , 8 J6-833\m, 
IH), 7.94-7.8Sr (m, 3H), 7.75-7.72 (m, IH), 7.65 (d, J = 8.4 Hz. IH), 7.43"- 7.40 
5 (m, IH) , 3.40-3.39 (m, IH) , 2.95-2.85 (m. 2H) , 2.49-2.40 (m. 2H) , 1.98-1.90 (m. 
2H),1.66-1J0 (m,10H). 

^mm2 \ (6 6) 

4- (3- (5- (N-2-^h^->x^;w-N-/f^;i/75y) nv^i)V 
10 7S/) -4-i^nP7xn;i/) - 2H-7:^7>?>- i • «SJfi 

o 



TLC : R f OJl {m^:f^=^Vy : : »8I=8 : 1 : I) ; 

N M R (DMSO-d.) : 5 12.90 (s, IH) , 9.86 (bra, IH) , 9.74 (s, IH) , 8 J5-832 (m. 

IH) , 7.94-7.87 (m, 3H) , 7.75-7.72 (m, IH). 7.65 (d, J = 8.4 Hz, IH) , 7.43- 739 
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(m, IH), 3.64 (t, J = 51 Hz, 2H), 330-3.05 (m, 7H), 2.74 (d, J = 43 Hz, 3H), 
2.54-2.49 (m, 2H) , 1.70-1.62 (m, 4H) • 

Ili6gj|2 1 (6 7) 

5 4- (3- (5- (2-^5^;i/^:tX5^;i/7S/) A*l^'j;i/75 /) 7x- 



TLC : Rf 0.56(:fi{t>^U>:;^^y-;U:i^S6=8 : 1 : 1) ; 
NM R (DMSO-de) : 5 12.84 (s, IH) , 10.24 (s, IH) , 8.76 (brs, 2H) , 835-8.32 
10 (m, IH) , 7.92-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7,25 (d, J 
= 8.1 Hz, IH), 3.12-3.04 (m, 2H). 2,98-^88 (m, 2H), 2.73 (t, J = 6.9 Hz, 2H), 
2.42-235 (m, 2H) . 2.08 (s, 3H) . 1.68-1.62 (m, 4H) o 

^aS^2 1 (6 8) 

15 4- (3- (5-^;u*u/A*uu;U75y) -4-}<^)Vyji-)i) -2 




194 



wo 00/44726 



PCT/JP0(MM319 



o 




TLC : R f 031 (i^DP*;UA : i-9J-)\^: 2 83^7>^X7*=.9 : 



1 : 0.2) ; _ 

NMR (DMSO-d.) : <5 1Z81 (s, IH), 1036-10.40 (br, IH), 9.49 (s, IH), 
5 8.35-830 (m, IH) , 7.92-7.84 (m, 2H) , 7.78-7.71 (m, IH) , 7.66 (d, J = 13 Hz, IH) , 
737 (d, J = 7.8 Hz, IH) . 7.28 (dd, J = 7.8, 13 Hz, IH) , 3.96-3.89 (m, 2H) , 3.78- 
3.67 Gn, 2H) , 3.40-334 (m, 2H) , 3.15-2.93 (m, 4H) , 2.43 (t, J = 6.9 Hz, 2H) , 230 
(s,3H), 1.80-135 (m,4H). 

10 ^imi 1 (6 9) 

4- (3- (5- Ksyy-Ji'- 1 —f-'W ;tU'ij;uT5y) 7x-jw 



TLC:Rf 036 («^1:>^U>: ^^'y-;U:B^»=8 : I : 1) ; 



O 
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NMR (DMSO-(U : 6 12.85 (s, IH) , 10.25 (s, IH), 9.18 (s, IH), 838-8J2 (m, 
IH) , 7.96-7.86 (m. 3H) . 7.84-7.78 (m, IH) , 7.76-7.68 (m. 3H) , 7 J2-7.42 (m, IH) , 
7J0-7.22 (m, IH), 4.25-4.19 (m, 2H), 2.44-236 (m. 2H), 1.88-1.80 (m, 2H), 
1.62-lJO (m,2H). 

5 

giisgii2i (7 0) 

4- (3- (5- (3-^h^->h:D'J-:;>-l-'f;U) AU'j;U75y) 




10 TL C : R f 036 (i7UU^)VA : ^i^'y-JP : fl^a= 8:2: 0.1) : 

NMR (DMSO-dj) : 6 12.84 (s, IH) , 10.63 (brs, lHxiy2) , 10.25 (s, IHx 1/2) , 
10.22 (s, lHxl/2). 10.14 (brs. lHxl/2), 835 -832 (m, IH), 7.89 (m, 3H), 7.73- 
7.71 (ni,2H),7.46 (t, J = 7.8 Hz, IH) , 7.24 (d,J = 7.8Hz,lH),4.09 (m,lH),3J6 
»(ni,2H).3.22 (s,3H),3.10 (ni,4H),238 (t, J = 63 Hz, 2H) , 2.25-1.91 (m,2H), 

15 1.65 Gn,4H). 

^Mgll2 1 (7 1) 

4- (3- (5- (N-/5';U-N-2-yat:-;U75y) A'U'JJI/TS 
/) -4-^nn7x-;i/) - 2 H-7^'7v>- l -:*•>• 
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0 




TLC : Ri 0.43 (.mt^'J^l^y : ;<^y-;i/= 10:1); > 
N M R (DN^'O-d,) : 6 12.90 (s, IH) , 11.03 (bis, IH) . 9.75 (s, IH), 8J5-8 J2 
Gn, IH) , 7.94-7.89 (m, 3H) , 7.75-7.72 (m. IH) , 7.65 (d, J = 8.1 Hz, IH) , 7.42 (d, 
5 J = 8.1 Hz, 1H),4.06 (s,2H),3.82 (s, IH), 3.14-3.04 (m,2H).2.74 (s,3H),234- 
2.44 (m, 2H) , 1.73-1.63 (m, 4H) . 



mmmz i (? 2) 

4- (3- (5- n-yf-h^'y/-'^A'yi7a^>^)U75.y) A'l/'j;i/7 
10 S./) yx.-)l) -2H-7^7-;?>-l-:t>«a[Bt« 




H3CO 



TLC : R f 0J6 {i;uat^)VA : 2 8?«7>^il7*=9 : 

1 : 0.2) : 
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NMR (DMSO-dj) : 6 1185 (s, IH), 10.24 (s, IH). 8.64-8.52 (br, 2H), 
8 J6-8 Jl (m, IH) , 7.95-7.85 (m, 3H) , 7.76-7.69 Gn, 2H) , 7.47 (t, J = 8.0 Hz, IH) , 
7.25 (d, J = 8.0 Hz, IH) , 338 (s, 2H) , 3 J3 (s, 3H) , 2.90-2.76 (m, 2H) , 2.45-2J5 
(m, 2H) , 1.80-1.47 (m, 12H) . 

5 

mmmZ 1(7 3) 

4- (3- (5- (rh7t Hot:7>-4— f;l'75/) A'U<j;i'75/) 
7xr:;!/) -2H-7^'7i?>-l-:i->-iftKia 



O 




10 TLC:Rf 0J2(i7DD4^J|/A: 2 8?67>'^-7*=9 : 

1 : 02) ; 

NMR (DMSO-dj) : 6 12.85 (s, IH), 1026 G, IH), 8.92-8.77 (br, 2H), 
8.36-830 (m, IH), 7.95-7.85 (m, 3H) , 7,77-7.68 (m, 2H) , 7.46 (t. J = 8.0 Hz, IH) , 
7.24 (d, J = 8.0 Hz, IH) , 3.94-3.83 (m, 2H) , 3 J8-3.14 (m, 3H) , 2.99-2.83 (m, 2H) , 
15 2.45-234 (m, 2H) , 100-1.87 (m, 2H) , 1.77-1.48 (m, 6H) . 

mmm2 1 (7 4) 

4- (3- (5- (3-.^ h+j/tr^U>?>- 1 -'f-ll') A'U'J;U75y) 
7xz:;i.) -2H-7^7e^>-l-:t>-««ia 
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O 




TLC : Rf 0.49 (i7DD5t^;i/A : /^/-;P:»»=8 : 2 : 0.l) 
N M R (DNteO-dj) : 3 12.85 (s, IH) , 10J8 (bis, lHxiy2) , 10.34 (s, IHx 172) , 
10.29 (s, lHxl/2), 9.12 (brs, lHxl/2), 835-832 (m, IH), 7.91-7.88 (m, 3H), 
5 7.75-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz. IH) , 7.24 (d, J = 7.8 Hz, IH) , 3.66-3.03 (m, 
7H),3.28 (s,3H), 2.40-230 (m, 2H) . 2.09-1.50 (ni,8H). 

jlMg!l2 1 (7 5) 

4_ (3_ (5- (2->lh=t->->i7P'\^i/;i/75y) nUU>>V75/) 

10 7x-;u) -2H-7^'^-:?>-i-:t>'ififitt[ 




TLC : Rf 0.44(i^na*;i'A:^^y-;P: 2 8 9i7>^:-7*= 9 : 
1 : 0.2) ; 

NMR (DMSO-d,) : 6 12.85 (s, IH), 10.29 (s. IH), 8.93-8.76 (br. IH), 
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8.48-8.31 (m, 2H) , 7.95-7.86 (m, 3H) , 7.76-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 
7.24 (d, J = 7.8 Hz, IH) , 3 JO-3.22 (m, IH) , 3.29 (s, 3H) , 3.00-180 (m, 3H) , 2.43- 
135 (m, 2H) , 2.23-2.02 (m, 2H) , 1.80^.95 (m, lOH) . 

5 mmmz 1 (7 6) 

4- (3- (5- ( (IS, 2S) -2-^h^'yz/^U^>^)lT5.J) 




TLC : Rf 0.68 (i^aD*;i.A:;t^y-;k»K= 9 : 1 : 1) : 
10 N M R (DMSO-d«) : 6 12.85 (s, IH) . 10.24 (s, IH) , 8.89 (bis, 2H) , 8.35-8 J2 
(m, IH) , 7.94-7.85 (m, 3H) , 7.74-7.70 (m, 2H) . 7.46 (t, J = 7.8 Hz, iH) , 7.24 (d, J 
= 7.8 Hz, IH), 3.88-3.82 (m, IH) , 3J8-3.24 Gn, IH,) , 3.23 (s, 3H) , 3.03-2.86 (m, 
2H) . 2.42-2J4 (m, 2lC , 2.10-1.86 (m, 2H) , 1.76-1.49 (m, 8H) . 

15 jliSgll2 1 (7 7) 

4- (3 - (5- ( (2R) 2-^\'^'y:f^'^)V\iWi-yy-\-^M A* 
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TLC:Rf 0.64 (ifi{b;*?U> : : 8 : 1 : 1 ) .j 

NM R (DNSQ-dj) : 6 12.85 (s, IH) , 10.24 (s. IH) , 9.80 (bis, IH) , 8.35-8^32 
(m, IH) , 7.93-7.86 (m, 3H) , 7.74-7:70 Gn, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7 J26 (d, J 
5 = 7.8 Hz, IH), 3.69-3.23 (m, 8H), 3.12-3.01 Gn, 2H), 2.41-2 J7 Gn, 2H). 2.13- 
1.66Gn,8H). 



jliSg||2 1 (7 8) 

4- (3- (5- (2-:fa^~)irS./) /^U^})V7S.y) -4-ifnu 

10 yx.~)i') -2H-yif'7V>-i-:^y -mSL^ 



o 




TLC : R f 0.77 (i7nP*;PA : »e=8 : 2 : 1) ; 

N M R (DMSO-d«) : 5 12.90 (s, IH) , 9.72 (s, IH) , 8.81 (brs, 2H) , 8 J5-8.32 Gn, 

IH) , 7.94-7.86 Gn, 3H) . 7.76-7.71 Gn, IH) , 7.66 (d, J = 8.4 Hz, IH) , 7.41 (dd, J = 
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8.4, 2.1 Hz, IH), 5.94-5.81 (m, IH), 5.44 (d, J = 17. 1 Hz, IH), 537 (d, J = 10.2 
Hz, IH) , 3.57-3 Jl (m, 2H) . 2.93-2.80 (m, 2H) , 2 J2-2.40 (m, 2H,) 1.70-1.60 (m, 
4H)o 

5 lli6W2 1 (7 9) 

4- (3- (5- (4->t h + vtf^U5^>- 1 --f;w AUU;i.75y) 



10 TLC : R f 036(i^DD*;;i/A : : KSi= 9 : 1 : 1) ; 

N M R (DMSCK) : ^ 12,85 (s, IH) , 10.24 and 10.22 (s, IH) , 9.94 (brs. IH) , 
836-8.31 (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 
7.24 (d, J = 7.8 Hz, IH), 3J5-3.22 (m, 6H, overiapped with HjO), 3.08-2.82 (m, 
4H) . 2.39 (t, J = 6.6 Hz, 2H) , 2.14-2.04 (m. IH) , 1.96-1.82 (m, 2H) , 1.78-1.52 (m. 



l/2ii6K«: 

TLC : Rf 0.42(i7PP*;i/A:^^^/-;i/: 28%7>^-7*=9 : 
1 : 0.2) ; 




15 5H). 
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NMR (DMSOA) : 5 12.84 (s, IH), 10.08 (s, IH), 8J6-8J0 (m, IH), 7.94- 
7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7.8 Hz, IH) , 
3.54-3.20 (m, 6H, overlapped HjO), 2.98-2.84 (m, 2H), 2.74-2 J2 (m, 5H, 
overiapped DMSO) , 1.93-1.78 (m, 2H) , 1.67-1.46 (m, 5H) . 

5 

p- h;n>;^JU*>g61fi: 

TLC : R f 0.40(i'nD!}>;i/A: 28%7>^-7*=9 : 

1 : 0.2) : -i 
NMR (DWBCK) : 6 12.85 (s, IH), 10.12 (s, IH). 9.02-8.85 (br, IH), 8.36- 
10 8 Jl (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) . 7 JO-7.44 (m, 3H) , 7.25 (d, J 
= 7J Hz, IH) , 7.09 (d, J = 8.1 Hz, 2H) , 3.60-3.20 (m, 6H, overlapped HjO) , 3.12- 
2.83 (m, 4H) , 239 (t, J = 6.5 Hz, 2H) , 2.27 (s, 3H) , 2.18-2.07 (m, IH) , 2.02-1.90 
(m,lH), 1.84-1.40 (m,6H). 

15 ^^>7.}Vts>Wi^: 

TLC : Rf OMii^aaii^JlA: 2 8%7>tr:7*=9 : 
1 : 0.2) ; 

NMR (DMSO-d«) : <5 12.85 (s, IH) , 10.14 (s, IH) , 9.10-8.92 (br, IH) , 836- 
831 (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 7.25 
20 (d, J = 7.8 Hz, IH) , 3.57-3.23 (m, 6H, overlapped H,0) , 3.12-2.84 (m, 4H) . 239 (t, 
J = 6.6 Hz, 2H) , 232 (s, 3H) , 2.18-2.07 (m, IH) , 2.02-1.90 (m, IH) . 1.85-1.42 (m, 
6H). 

jlifegl|2 1 (8 0) 

25 4- (3- (5— f yyf=-JU75/nU'>j;l'75/) - 4 - i7 nay jl-JI) 
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o 




CH3 



TLC:Rf 0.69 {«{fc/5'W> : : ftK= 8 : 1 : 1 ) 



N M R (DM$CK) : 5 1190 (s, IH) , 9.76 (s, IH) . 8.72 (brs, 2H) , 8 J5-8.32 (m, 
IH) , 7.94-7.87 (m, 3H) , 7.75-7.72 (m, IH) , 7.65 (d, J = 8.1 Hz, IH) , 7,42-7.39 (m. 
5 IH) , 2.94-2.80 (m, 2H) , 2.72-2.64 (m, 2H) , 2JO-2.46 (m, 2H) , 2.05-1.92 (m, IH) , 
1.78-1.60 (m, 4H) , 0.91 (d, J » 6.6 Hz, 6H) . 

Iliag!l2 1 (8 1) 

4- (3- (5- (t:n'j-:^>- i-'f;v) ;ti/u;i'75/) -4-y)it 

10 D^x-jW -2H-7^7i^>-l-:t>-ffiBI« 



TLC:Rf 0.43 {i^nu^^Jl'A: 2 8%7>'E=.7Al=9 : 

1 :0.2) ; 

NMR (DMSO<U : <5 12.86 (s,lH),9.93 (s. IH), 9.93-9.72 (br, 1H), 8J6- 
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8.30 (m, IH) , 8.16-8.12 (m, IH) . 7.94-7.86 (m, 2H) , 7.74-7.68 (m, IH) , 7.47-733 
(m, 2H), 3.55-3.43 (m, 2H) , 3.16-3.04 (m. 2H) , 3.01-2.88 (m. 2H) , 2.50-2.44 (m, 
2H).2.05-1J5 (ni.8H). 

5 ^mm2 1 (8 2) 

4- (3- i6-=E)l^'} y^^D-J^)^^./) 7x-;i/) -2H-:73' 

^-:;>-i-:t>-*aB6«[ 



TLC:Rf 0.43 i{7au-ii)lA : y-)V=8 : 2) ; 
10 N M R (DMSO-d«) : d 1Z84 (s, IH) , 10.48 (brs, IH) . 10.17 (s, llfi , 8.35-832 
(m, IH) , 7.92-7.88 (m, 3H) , 7.73-7.70 (m, 2H) , 7.46 (t. J = 7.8 Hz, IH) , 7.24 (d, J 
= 7.8 Hz, IH), 3.95-3.69 (m, 4H), 336 (m, 2H), 3.09-2.98 (m, 4H), 236 (t, J = 
7.6 Hz, 2H) , 1,73-1.60 (m, 4H) , 135-1.30 (m, 2H) , 

15 mmm2 i (8 3) 

4_ (3_ (5^ (/■^-t h*n7-tftr>-l--f JW) A'l^'JJWTSy) -4 



o 




H 
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o 




TLC:Rf 0.65 (irnpsjNjUA : pl^'y-;!/: »K=8 : 1 : 1) : \ 
N M R (DMS&d«) : (5 12.90 (s, IH) , 10.04 (bis, IH) , 9.73 (s, IH) . 8 J5-8.32 
Gn, IH) , 7.94-7.86 (m, 3H), 7.75-7.65 (m, 2H) , 7.42-7 J9 (m, IH) , 3J6-3.29 (m, 
2H) . 3.09-2.99 (m, 4H) , 2.60-2.45 (m, 2H) , 1.80-1.54 (m, 12H) , 



^mm2 I (8 4) 




TLC : R f 0.45 (^tdpj^JUA : 2 8 3iJ7>^-7*= 9 : 

1 : 0.2) ; 

N M R (DMSOhIj) : iJ 12.86 (s, IH) , 9.94 (s, IH) , 9.10-8.90 (br, 2H) , 8 J6- 
8.30 (m, IH), 8.18-8.12 (m, IH) , 7.95-7.86 (m, 2H) , 7.74-7.68 (m, IH), 7.47-7 J3 



206 



wo 00/44726 



PCT/JPOO/0O319 



(m, 2H), 4.72 (dt. J = 47.0, 4.5 Hz, 2H), 330-3.16 (m, 2H), 3.00-2.88 (m, 2H) , 
2J0-2.44 Gn, 2H) , 1.76-1.50 (m, 4H) . 

mmm2 i (s 5) 

5 4- (3- (5- (xh7t KPt!7>-4— fJUT^y) AL'U;i/75y) 

o 



TLC : R f 0.45 (irnn*;i/A : ;jt:5'y-;l': 2 8%7>=t-7A(-=9 : 
1 : 0.2) : 

10 N M R (DMSO-d.) : 6 12.90 (s, IH) , 9.73 (s, IH) , 8.90-8.75 (br, 2H) , 8.36- 
832 (m, IH), 7.97-7.87 (m, 3H). 7.76-7,70 (m, IH), 7.66 (d, J = 8.4 Hz, IH), 
7.41 (dd, J = 8.4, 2.0 Hz, IH), 3.92-3.85 (m, 2H), 3.40-3.15 (m, 2,98-2.85 
(m, 2H) , 2.50-2.45 (m, 2H) , 1.96-1.87 (m, 2H) , 1.75-1,48 (m, 6H) , 

15 Sl»gll2 1 (8 6) 

4- (3- (5- (2-t h*o+->X5";i^7'5y) A*U'j;l'75/) ^x::! 




a 
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TLC:Rf 0,40 (i^uu^)l^A : J-)\, :Wf^=8 : 2: I) ; 
N M R (D\tSO-d^ • 3 12.85 (s, IH) , 10.24 (s, IH) . 8.63 (bis, 2H) . 837-^ 
(m, IH) . 7.94.7:85 (m, 3H) , 7.76-7.69 (m, 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7.26-7.22 
5 (m. IH) . 5.18 (brs, IH) , 3.64 (t, J = 5.4 Hz, 2H) . 3.00-2.85 (m, 4H) , 238 (t. J = 
63 Hz, 2H) , 1.74-1.56 (m, 4H) o 

^mmz 1 (8 7) 

4- (3- (5- (3-;<^)V:f^)l7^/) Al/'j;i/75y) 7x-;U) 
10 - 2 H-7^^v>- 1 -;f> • mm 




TLC Rf0.81 (i^PDJt^jWA: : S»= 8 : 1 : 1) ; 

N M R (DMSO-d<i) : 5 1Z85 (s, IH) , 10.27 (s, IH) , 8.64 (brs, 2H) , 835-8.32 
(m, IH) . 7.91-7.88 (m, 3H) , 7.74-7.70 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.25 (d, J 
15 = 7.8 Hz, IH) , 2.96-2.80 (m, 4H) , 2.44-234 (m, 2H) . 1.68-1.44 (in, 7H) , 0.87 (d. 
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J = 6.3 Hz, 6H) . 
^mm2 1 (8 8) 

4- (3- (5- (3-;th=l^->tr^'J>'>-l— A'UUJUTS/) 




OCH3 



TLC:Rf 037 (^^po^Jl/A : : itK=8 : 1 : 1) 
NM R (DMSO-d,) : d 12.90 (s, IH) , 10.22 (brs, lHxiy2) ^9.72 (s, IH) , 9.06 
(bis, lHxl/2) , 8J5-8 32 (m, IH) , 7.95-7.88 (m, 3H) , 7.74-7.65 (m, 2H) , 7.42 (d, 
10 J = 7.8 Hz, IH), 3.67 (brs. IH), 3.60-3.45 (m, 2H) , 3.28 (s, 3H) , 3.15-2.98 (m, 
4H) , 2.50-2.40 (m, 2H) , 2.0O-1.4O (m, 8H) . 

jliigll2 1 (8 9) 

4- (3- (5- (N-^f-JP-N— rh7bHDk:7>-4-'f;i') 75 
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• HCI 

0 




TLCrRf 0J3 (i^OP*;i/A : : S»=8 : 1 : 1) . ; 



N M R (DMSO-d,) : 6 12.85 (s, IH) , 10^ (s, IH) , 10.04 (brs, IH) , 835-1 32 
(m, IH) , 7.91-7.88 Gn, 3H) , 7.73-7.71 (m, 2H) , 7.47 (t, J = 7 J Hz, IH) , 7.26 (d, J 
5 = 7.5 Hz, IH) , 3.95-3.91 (m, 2H) , 3.40-3.24 (m, 4H) , 3.06-2.94 (m, IH) , 2.66 (d, 
J = 4.8 Hz, 3H) , 2.46-2.36 (m, 2H) , 1.98-1.84 (m, 2H) , 1.76-1.58 (m, 6H) . 

I^i6gl|2 1 (9J)) 

4- (3 - (5- ( (3R) -3-^h^i/\:i^f}z^>-l—fM A'UU 
10 }V7S.J) 7x-;W -2H-y^yz^>-l-7t> -mStm. 



OCH3 

TLC : R f 0J8 (i' PD/jNjUA : : 2 8 9fi7>^:i7*= 9 : 

1 : 0.1) ; 



O 
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NMR (DMSO-d«) : 6 12.86 (s, IH), 10.45-10.22 (m, IStC, 9.19-8.93 (m, 
0.5H), 8J9-8J0 (m, IH), 7.96-7.85 (m, 3H), 7.77-7.68 (m, 2H), 7.47 (l, J = 7.8 
Hz, IH) , 7.25 (d, J = 7.8 Hz, IH) , 3.72-3.22 (m, 6H) , 3.15-2J6 (m, 4H) , 2.40 (t, J 
= 6.8 Hz, 2H) , 2.18-1.10 (m, 8H) . 



^»[gll2 1 (9 1) 

4- (3- (5- ( (3S) -3-:<h^'y\i^U'J>-l-^)V) A'U'J 
JUTSy) 7X-JU) -2H-7:5'7-:^>-l-:t>-liKJfi \ 



5CH3 

10 TLCrRf 0.51 (^na^JWA:;*^/-;!.: 2 8 367>^:-7*=9 : 
1 :0.2) ; 

NMR (DMSO-d,) : d 1^85 (s.lH), 1037-10^ (br,l/2H), 10.26 and 10.24 
(s, IH) . 9.14-8.97 (br, 1/2H) , 836-831 (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.69 (m, 
2H) , 7.46 (t, J = 8.0 Hz, IH) , 724 (d. J = 8.0 Hz, IH) , 3.70-1.10 (m, 17H) , 3.28 (s. 



mmmz i 02) 

4- (3- (5- (3-^h+->fcf^'J5^>-l-'r-'U) nUUJi'TS/) 
-4-7;U:i-n7xr.;U) -2H-7:5'7->*>- 1 -:t> -JfiKil 
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o 




TLC : R f 0.43 (i7P03j>;UA: 2 8 %7>^:-7*=.gi : 

1 : 0.2) ; 

NMR (DMSOd,) : d 12.86 (s, IH), 10.45-10.29 (br, 1/2H), 9.95 (s, IH), 
5 9.16-8.98 (br, 1/2H), 836-8J0 (m, IH), 8.17-8.11 (m, IH), 7.95-7.85 (m, 2H), 
7.74-7.67 (m, IH) , 7.47-7.32 (m, 2H) , 3.70-1.10 (m, 17H) , 3.28 (s, 3H) . 

jl!Sg!l2 1 (9 3) 

4- (3- (5- (e'<'Jy>— 4— :t>- l—f J^) /•^U'JJlT^y) 7 

10 x-;i/) -2H-7^7-:^>- 1 -:t> • laKifi 

o 




TLC:Rf 0.41 (i^PP^JUA : .jl^^y-^U : »K=8 : 2 : OJ) ; 
NMR (DMSO-d») : S 12.84 (s, IH) . 11.04 (brs, lHxl/2) , 10.25 (s, IH) , 10.17 
(bis. lHxl/2) , 835-8.32 (m, IH) , 7.92-7.88 (m. 3H) . 7.74-7.70 (m, 2H) , 7.46 (t, J 
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= 7.8 Hz, IH), 7.24 (d, J = 7.8 Hz, IH), 3.66-2.87 (m, 6H), 144-2 J7 (m, 4H), 
1.94-1.60 (m,6H). 

ammz 1 (9 4) 

5 4- (3- (5- ( (3R) -7-h7\lVuyy>-3-'i )VTS.y) A'U 



[a] D=+5.10' (c=0.95, ; 

TLC : R f 039 ii7amis)lA : 2 89g7>^-7*=9 : 

10 1 : 0.2) ; 

NMR (DMSO-d.) : 5 12.85 G, IH), 10.24 (s, IH), 8.98-8.83 (br, 2H) , 8J6- 
8 JO (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) . 7.46 (t, J = 7.8 Hz, IH) , 7.24 
(d, J = 7.8 Hz, IH), 3.92-3.57 (m, 5H), 2,98-2.85 (m, 2H), 2.44-2J4 (m, 2H), 
2.25-2.12 (m, 2H) , 103-1.91 (m, 2H) , 1.74-1 J8 (m, 4H) . 

15 

mmmz 1 (9 5) 

4- (3- (5- ( (3S) -xh7tKD 77>- 3 — r;P75 /) A'U 




H 



H 
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o 




[a] B=-4.83' (c=i.03, J-M : 

TLC : R \ 0.39 (i7Dn3jx;UA : J-)^'. 2 8 9g7>t-77K=^ : 
1 : 0.2) : 

5 NMR (DMSO-d*) = ^ 12.85 (s. IH), 10.24 (s, IH) , 8.98-8.83 (br, 2H), 8J6- 
830 (m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 
(d, J = 7.8 Hz, IH), 3.92-3 J7 (m, 5H). 2.98-2.85 (m, 2H), 2.44-2J4 (m, 2H), 
2.25-2.12 (m, 2H) , 2.03-1.91 (m, 2H) , 1.74-1.58 (m, 4H) . 

10 Ilifig!l2 1 (9 6) 

4- (3- (5- {Z-i^Y^'yi^=f-)V\L^^Vy-\-^M nV^)lT 
5/) 7X-JU) -2H-7^'7v>- l-^> -i^iS 



O 




TLC:Rf 0.58 (i^o □3j>;UA : ^^^'Z-;!^ : 8^86= 8 : 1 : 1) ; 
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NM R (DMSO-dj) * 12.84 (s, IH) , 10.23 (s, IH) , 9.92 (brs, IH) , 8J5-8.32 
(m, IH) , 7.93-7.86 (m. 3H) , 7.73-7.70 (m, 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7.25 (d, J 
= 8.1 Hz, IH), 3.60-3J8 (m, 4H), 3.28-3.00 (m, 7H), 2.42-2J6 (m, 2H), 1.80- 
1.58 (m, 8H) , 1.18-1.12 (m, IH) . 

5 

mmm2 i o?) 

4- (3- (5- (3-^h^'y\i^UV>-l—()V) Z'^UUJVTs.J) 




10 TLC:Rf 0J9 (^na^)VA::<9y-)V=8:l): 

N M R (DMSO-d«) : 5 12.82-1181 (m, IH) , 10.48 (brs, lHxl/2) , 9^4-9.52 (m, 
IH) , 9.10 (brs, lHxl/2) , 834-8 Jl (m, IH) , 7.92-7.85 (m, 2H) , 7.76-7.74 (m, IH) , 
7.66 (s, IH), 7.39-7.27 (m, 2H), 3.70-3.44 (m, 4H), 3.27 (s, 3H), 3.10-2.96 (m, 
2H) , 2.46-2 38 (m, 2H) , 2,31 (s, 3H) , 1.94-1.48 (m, 8H) , 1.30-1.20 (m, IH) . 

15 

jliig!l2 2^llttig|l2 2 (13) 

4- (3-75/7x=.;W -2H-75'7V>- 1 -^^SfettffiS-r 
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^mm2 2 

4- (3- (4-i?pif-;P75y:/5=-'JJU75y) -4-i7nnyx.-M 



TLC : R f 0^ {i7UUi^)VK : J—))/: 2 8 967 7*= 9 : 
1 : 0.1) : 

NMR (DMSO-dj) : d 12.90 Cs, IH), 10.66-10.11 (br, IH), 9.83 (s, IH). 
835-8.30 (m, IH). 7.94-7.87 (m, 3H), 7.74-7.64 (m, 2H), 7.43-738 (m, IH), 3.05 
10 (t, J = 8.0 Hz, 2H), 2.71 (s,6H),2.52 (t,J = 7.4Hz,2H),2.02-1.87 (m,2H). 

Wm2 2 (1) 

4- (3- (4-vpt5^;P75y:/5^U)l'7^y) 7x-;i/) 



5 
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H 



TLC : Rf 0.23 (i^nP^^UA : 2 8 967>^;i7*= 9 : 

1 : 0.1) ; f \ 
N M R (DMS(>d,) : 6 12.85 (s. IH) , 10.47-10.33 (br. 2H) , 8.36-8.28 (m, IH) , 
5 7.94-7.83 (m, 3H) , 7.74-7.68 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7.8 Hz, 
IH) . 3.09-3.01 Gn, 2H) , 2.72 (s, 6H) , 2.45 (t, J = 7.2 Hz, 2H) , 2.03-1.88 Gn. 2H) . 

^mm2 2 (2) 

4- (4-v;*5^;i'Tiy-3 - (5 - vpif^ji^TS yA*^ij;uT5 /) y 

10 x-;i.) -2H-75'7>'>- l-:t> • 2«BS:e 



TLC : R f OMii^naitiJVA : 2 8 %7>^:^77K= 9 : 

1 : 0.1) ; 

N M R (DMSCK) : 3 12.88 (s, IH) , 10.61-1038 (br, IH) , 10.13-9.88 (br. IH) , 
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8.35-8 JO (m, IH) , 7.96-7.84 (m, 3H) , 7.77-7.68 (m. 2H) . 7.48 (d, J = 7.8 Hz, IH) , 
3.09-2.92 (br, 8H) , 2.68 (d, J = 5.0 Hz, 6H) , 2J2 (t, J = 6.4 Hz, 2H) , 1.79-1.52 (br, 
4H). 

5 mmm2 2 (3) 

4- (3- (5-v.?t5^;U75yA*kij;i'75>') -4-irno7x-;i/) 

e O \ 




^^^^^^ ■ 

10 TLC : Rf 0.28(i7PDj|^;l/A:^^y-;i/:SI6=8 : 2 : 1) ; 

NMR (DMSO) : <5 1^90 (s, IH), 10.08 (s. IH), 9.73 (s, IH), 8.35-8.32 (m, 
IH) , 7.94-7.88 (m, 3H) , 7.75-7.72 (m, IH) . 7.66 (d, J = 7.8 Hz, IH) , 7.41 (dd, J = 
8.1, 1.8 Hz, IH), 3.07-3.00 (m, 2H) , 2.72 (s, 3H) , 2.70 (s, 3H) , 2.50-2.42 (m, 2H, 
overlapped with solvent) , 1.74-1^6 Gn, 2H) » 

15 

TLC : Rf 0.22(^nD*;l/A:^i?y-;i/:»ie=8 : 2 : O.l) ; 
NMR (DMSO-d^ DMSO = 2.49ppm) : 6 12.90 (s, IH) , 9.70 (s. IH) , 9.37 (bre, 
IH) , 835-8 J2 (m, IH) , 7.94-7.89 (m, 3H) , 7.74-7.71 (m, IH) . 7.67 (d, J = 8.2 
20 Hz, IH), 7.41 (dd, J = 8.2, 2.1 Hz, IH), 3.06-3.02 (m, 2H), 2.74 (d, J = 5.1 Hz, 
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6H) , 2.49-2.45 (m, 2H) , 2.29 (s, 3H) , 1.68-1.63 (m, 4H) . 

mmm22 (4) 

4- (3- (4-->7/:/5"'JJl'75y) - 4-'J^^)\^7 S. y y jl-JV) 




TLC : R f 0.41 (.{;nnt^)\^A : ^^'/-;i/=l 9 : 1) ; 
N M R (DMS(Mj) : 6 12.86 (s, IH) , 9.98-9.75 (br, IH) , 8.35-8.30 (m, IH) , 
7.92-7.84 (m, 3H) , 7.77-7.60 (m, 2H) , 7.47 (d, J = 7.8 Hz, IH) . 2.95 (s, 6H) , 2.62- 
10 2J0 (m, 4H) , 1.95-1.80 (m, 2H) . 

Il»g!l2 2 (5) 

4- (3- (4-i/7/:/5^'J;P75y) 7x=.;U) -2H-7^^i?>- 
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TLCrRf 0.40 (i7UU^)\,A : /-)V^9 : I) ; 
NMR (DMSO-d^) : 5 12.84 (s, IH), 10.17 (s, IH), 836-830 (m, ife, 
7.94-7.85 (in.-3H) , 7.76-7.67 (m, 2H) . 7,47 (t, J = 7.8 Hz. IH) . 7.27-7.23 (m. IH) , 
5 236 (t, J = 6.9 Hz, 2H) , 233-2.44 (m, 2H) , 1.92-1.82 (m, 2H) • 

mmm2 2 (6) 

4- (3- (3-^;u*uyynh!;i/;^;i'7jx-;i/75y) 7x-;w -2H 



TLC : R f 035 (i?Pa*;|/A : : 2 8 %7>^::i77K=9 : 

1 : 0.1) ; 

NMR (DMSCKi) : d 12.87 (s, IH), 10.95 (brs, IH) . 10.19 (s, IH) , 8.36-832 
(m, IH) . 7.95-7.86 (m, 2H) , 7.75-7.70 (m, IH) . 731 (t, J = 8.1 Hz, IH) . 7.45-738 
15 (m. 2H) . 7.35-731 (m, IH) . 3.96-3.88 (m, 2H) , 3.75 (t, J = 11.7 Hz, 2H) . 337- 



10 
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3.27 (m, 4H) , 3.22-3.14 (m, 2H) , 3.06-2.94 (m, 2H) , 2.20-2.10 (m, 2H) . 
*mm22 (7) 

4- (3- (4-^;i'*u yx.=.)V) -2H- 
o 



TLC : R f 0.45 (i'aPit^;UA : : 2 8 %7>^:::7*=9 : 

1 : 0.1) : 

N M R (DMS(M«) : 6 12.87 (s. IH) . 10.64 (brs. IH) , 10.10 (s, IH) , 835-832 
10 (m, IH) . 7.95-7.86 (m, 2H) , 7.73-7.67 (m, IH) . 7 Jl (t, J = 8.1 Hz, IH) , 7.43-736 
(m, 2H) . 731 (d, J = 7.2 Hz, IH) , 3.95-3.88 (m, 2H) , 3.72 (t, J = 11.7 Hz, 2H) . 
336-3.27 (m, 2H) , 321 (t, J = 7:2 Hz, 2H) . 3.09-2.87 (m. 4H) , 1.86-1.66 (m, 4H) . 

$g«lifif|l2 2 (8) 

15 4- (3- (5-*;i'*'Jy-2. 2-':;;^^;u/'?^'J;v7sy) 7xx;w) 
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o 




TLC:Rf 037 (i'aa3|^;UA:pt^'/-;i': 2 8X7>^r7*=-^ : 
1 :0.1) ; Z- 

N M R (DMSO-d*) • <5 12.86 (s, IH) , 1034 (br s, IH) , 9.45 (s, IH) , 837-832 
5 (m, IH) , 7.94-7.88 (m, 3H) , 7.86-7.80 (m, IH) , 7.76-7.70 (m, IH) , 7.47 (t, J = 7.8 
Hz, IH) , 730-7.23 (m, IH) , 3.98-3.84 (m, 2H) , 3.77-3.62 (m, 2H) , 3.44-3.26 (m, 
2H) , 3.10-2.89 (m, 4H) , 1.76-1.52 (m. 4H) , 124 (s, 6H) . 



mmm22 o) 

10 4- (3- (4-i^^f^;i/75/y^;i';^;i/5J^-)i'7sy) 7x-;p) -2 




TLC:Rf 0.48 (^ra□3}^;^A : : »»= 8 : 2 : 1) : 
N M R (DMSO-d») : 5 12.87 (s, IH) , 10.09 (s, IH) . 9.94 (s, IH) , 8.37-831 (m. 
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IH) , 7.95-7.86 (m, 2H) . 7.73-7.67 (m, IH) , 7J1 (t, J = 7.8 Hz, IH) , 7.43-729 (m, 
3H) , 3.23-3.17 (m, 2H) , 3.04-2.94 (m, 2H) , 2.68 (d, J = 4.5 Hz, 6H) , 1.75-1.68 (m, 
4H). 

5 jlifig!l2 2(10) 




TLC:Rf 0.46 (i^ au^)VA : ^f^if y-)l'= 8 : I) : 
10 NMR (DMSO-dj) : (5 12.81 (s, IH), 11.60 (bra, 1H),9.23 (s, IH), 834-8 Jl 
(m, IH), 7.91-7.87 (m, 2H) , 7.76-7.73 (m, IH), 7.48-7.42 (m, 2H). 7.25 (d, J = 
8.4 Hz, IH), 3.93 (s, 3H), 3.92-3.78 (m, 4H), 3.14-2.92 (m, 8H), 1.88-1.74 (m, 
4H). 

15 jliS^ 2 2 (11) 

4- (3- (4-t;i'4^u/:/5^Ji';^JU:J^zi;u7iy) -4-7;u^d7x 
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TLC:R f 0^3 (i^Pa*;UA : ;<3^/-JU=8 : 2) ; \ 
N M R (DWBO-ds) : * 12.88 (s, IH) , 1033 (bis, IH) , 9.93 (s, IH) , 835-8 J2 
(m, IH), 7.92-7.89 (m, 2H), 7.71-7.68 (m, IH), 7.61 (d» J = 7J Hz, IH), 7.49- 
5 7.46 (m, 2H) , 3.95-3.92 (m, 2H) , 3.78-3.66 (m, 4H) , 3.23 (brt, 2H) , 3.09-2.96 (m, 
4H),1.79 (brs,4H). 



ll«Sg!l2 2 (12) 

4- (3- (4-^;W3j^U/:r5";i'X;i':*;ilJU7^y) -4-;>l5^;i'-7xr: 
10 ;W -2H-:7^'7>?>-l-:t>-i[i6Jfi 

o 

• HCI 

Q ,0 

H I I 

CH3 K^o 

TLC:Rf 0.22 (i^ODT^jl^A : ^^y-JI^=8 : 1) : 
N M R (DMSO-<U : 6 12.85 (s, IH) , 10.62 (bis, IH) , 935 (s, IH) , 835-8.31 
(m, IH) , 7.93-7.86 (m, 3H) , 7.76-7.70 (m, IH) , 7.44-732 (m, 2H) , 4.00-2.90 (m. 
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12H),2.41 (s,3H), 1.84-1.72 (m,4H). 
mmm2 2(13) 

4- (3- (4- (3-;*h+->t;'<'j>'>-i— r;i/) ^5^;u;^;p:t;^;i/ 

5 7x:i;U) -2H-y3^vZ?>-l-:t> -mkm. 



TLC:Rf 033 (i7 un^JVl, : /.^ y-)V= 9 : 1) ; 
NMR (DMSO-<U : * 12.87 (s, IH), 10 J2 (br^ 0.5H) , 10.10 and 10.09 (s, 
IH) , 9.07 (br.s. 0 JH) , 837-831 (m, IH) , 7.96-7.85 (m, 2H) , 7.74-7.67 (m. IH) . 
10 7.51 (t. J=7.8 Hz, IH) , 7.44-7J29 (m, 3H) , 3.66-2.42 (m, 12H) , Z14-1.14 Gn, 8H) . 

Il«l^2 3^IIMlgl|2 3 (2 1) 
^^60112 3 

20 4- (3- (5- (N- t-:fh^'yt!)V^:^)l-t^-:L^)i^7S.y) A-u 



o 
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o 




TLC:Rf 0S6 (i^na^JVA : y-)l= 9 : 1) ; 
NMR (DMSO-d,) : 6 1184 (s, IH). 10.05 (s, IH), 836-830 (m, IH), 
5 7.95-7.84 (m, 3H) , 7.74-7.66 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.26-7.21 (m, IH) , 
3.18-3.05 (m, 4H) , 234 (t, J = 6.4 Hz, 2H) , 1.64-1.44 (m, 4H) , 135 (s, 9H) , 1.00 
(t,J=6.8Hz,3H). 

mtSimzs (1) 

10 4- (3- (5- m-t-:fh^'ytl)l^-}\'-N--/n\i)V75.J) A* 

o 
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TLC:Rf 0^4 (i'DPJl^Jl'A : pi^/'-;l'=9 : 1) : 
NMR (DMSO-d«) : S 12.84 (s, IH), 10.05 (s, IH). 836-8 J2 (m, IH), 
7.94-7.84 (m, 3H) , 7.76-7.66 (m, 2H) , 7.46 (t, J = 8.2 Hz, IH) , 7.24 (d, J = 7.8 Hz, 
IH) , 3.15-3.01 (m, 4H) , 2.33 (t, J = 7.0 Hz, 2H) , 1.62-1.45 (m, 6H) , 1.35 (s, 9H) , 
5 0.78 (t, J = 7.2 Hz, 3H). 

^mm2 3 (2) 

4- (3- (5- (N— f vyotf;p-N- 1 -yh+->*;i/3i?-;u7i/) 



0 



10 




TLC:Rf 0.58 (i^DDsJxjVA : 9 : 1 ) : 

NMR (DMSO-dt) : 3 12.83 (s, IH), 10.05 (s, IH), 835-832 (m, IH), 
7.93-7.85 (m, 3H) , 7.76-7.67 (m, 2H) , 7.46 (t, J = 8.1 Hz, IH) , 7.23 (d, J = 7.8 Hz, 
IH) , 4.07 (brs, IH) , 3.05-2.97 (m. 2H) , 233 (t, J = 9.8 Hz, 2H) , l'61-1.42 (m, 4H) , 
15 135 (s,9H),1.05 (d,J=6.9Hz,6H). 

mmmzs o) 
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TLC:Rf 032 mmx'^JV : ^^D->= 2 : 1) ; 
N M R (CDOj) : « 10.84-10.72 (br, IH) , 8.54-8.46 (m, IH) , 8.15-8.01 (br, . 
7.87-7.76 (m,-'5H) , 7.46 (t, J = 7.8 Hz. IH) . 730 (d, J=7.8 Hz, IH) , 4.69-4.54 (br, 
5 IH) , 3.15-3.06 (m, 2H) , 2J7 (t, J = 7.4 Hz, 2H) , 1.80-1.66 (m, 2H) , 1 J4-133 (m, 
15H). 

Ili6g!l2 3 (4) 

4- (3- (2- (2- t -:/h4^->;d;U:iJ?-;i/75yx5^;l/:i-:^^-» 7-fe 
10 ^JlT^y) 7x-;W -2H-7^'7>?>- 1 -:t> 

o 




TLC:Rf 0.48 (i^nD4?;i'A : ;jt^y-Jl/=9 : 1) ; 
N M R (DMSO-d.) : 5 1185 (s, IH) , 9.77 (s, IH) , 8.34 (m, IH) . 7.96-7.84 (m, 
3H),7.82 (in,lH),7.71 (m, IH),7.50 (t, J = 7.8 Hz, IH) , 730 (d, J = 7.8 Hz, IH) , 
15 6.97 (m. IH) . 4.06 (s, 2H) , 3 JO (t, J a 6.0 Hz, 2H) , 3.16 (m, 2H) , 132 (s. 9H) . 
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^mm2 3 (5) 

4- (3- (5- (N-:^^;w-N- t-:/h+i/5!7;i/4«r:;i/75/) aw 



TLC:Rf 037 (i7PP*;i/A : jjI^'/-;!/ : 2 8 %7>^r:T*= 1 
9:1: 0.1) : 

N M R (CDQ,) : 6 10.73-10 J2 (br, IH) , 8 J5-8.47 (m, IH) , 838-8.24 (br, IH) , 
7.82-7.73 (m, 5H) , 7.46 (t, J = 7.8 Hz, IH) , 7.29 (d, J = 7.8 Hz, IH) , 3.25-3.11 (m, 
10 4H),2.43 (t,J=7.4Hz.2H), 1.80-1.18 (ni,17H). 0.90 (t, J = 7.2 Hz, 3H) . 

Il»gl|2 3 (6) 

4- (3- (5- t-:/h+'>*;p3j?-;i/7syA*uu;i/7s/) -4--:; 



0 



5 
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O 




TLC : Ri 0.23 : »WiX'3')l= 1:1); \ 

NMR (CDQ;) : 6 10.23 (s, IH). 8.91 (s, IH), 8.70 (d, J = 1.8 Hz, IH), 
8.53-8.48 (m, IH), 7.93-7.75 (m, 3H), 7J2 (d, J = 8.2 Hz, IH), 7.29 (dd, J = 8.2, 
5 1.8 Hz, IH) , 4.75-4.45 (br, IH) , 3.20-3.11 (m. 2H) , 2.89 (t, J = 7.4 Hz, 4H) , 2.43 
(t,J = 7.2Hz, 2H), 1.84-136 (m,17H),0.91 (t, J = 7.4 Hz, 6H) . 

gli6g'l2 3 (7) 

4- (3- (6- (N-;;l^;P-N- t -::/'h+v:<j;i/3t?-Jt-75y) 
10 ■tJ-/'r;WTSy) 7in;i.) -2H-7:J'7v>- l -:t> 

o 




TLC:Rf 0.53 (i^DP^J^JI/A : ^^y-;U=9 : 1) : 

NMR (DMSO-dj) : 5 12.83 (s, IH), 10.04 (s, IH), 8J6-8J0 (m, IH), 

7.94-7.85 (m, 3H) , 7.74-7.67 (m, 2H) , 7.45 (t. J = 7.8 Hz, IH) , 7.25-7.21 (m, IH) , 
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3.13 (t, J s 7.2 Hz, 2H), 2.73 (s, 3H), 232 (t, J = 7.2 Hz, 2H) , 1.66-L20 (m, 6H) , 
134 (s,9H)o 

^M^2 3 (8) 

5 4- (3- ( (3E) -5- t-:/h=^>^*ji/3p-;i/7^y^>7^y-f;uT 



TLC:Rf 0.44 (i^Pa*;i/A : /5'y-;i'=9 : 1) ; 
NMR (DMSOdft) : 6 12.84 (s, IH), 10.08 (s, IH), 8.38-830 (m, IH). 
10 7.94-7.82 (m, 3H) . 7.76-7.66 (m, 2H) , 7.47 (t, J = 7.8 Hz, IH) , 7.25 (d, J = 7.8 Hz. 
IH) . 7.00-6.92 (m. IH) , 5.71-5.50 (m, 2H) , 3 J6-3.46 (m, 2H) , 3.07 (d, J = 6.2 Hz, 
2H),135 (s,9H)o 



^^^2 3 (9) 

15 4- (3- (5- (N-3->5^;p-2-yxx;p-N- t -yh+>-;^j;i/ 



o 
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0 




X 

t V 

. TLC : R f-' 0.44 (.i^uu'^JVA: :*>ify-)l=9 : 1) ; 
NMR (DMSO-dj) : 6 12.84 (s, IH), 10.03 (s, IH), 8J6-8.28 (m, IH), 
7.94-7.84 Gn, 3H) , 7.76-7.66 (m, 2H) , 7.46 (t. J = 7.8 Hz, IH) , 7.24 (d, J = 7.2 Hz. 
5 IH) , 5.14-5.03 (m, IH) , 3.72 (d, J = 6.4 Hz, 2H) , 3.13-3.02 (m, 2H) . 2.37-2.28 (m, 
2H) , 1.64 (s, 3H) , 1.59 (s, 3H) , 1.56-1.43 (m, 4H) , 1.35 (s. 9H) . 

3liigll2 3 (10) 

4- (3- (5- (N-2-:f'f--}V-N- t-:fh^'>i3)\^t^=.)V7S.y) 
10 AU'J;l'75y') 7x-;l/) -2H-7^7>'>-l-:t> 

o 




TLC:Rf 0.62 (ir n nd^^lUA : / -;i'= 9 : 1) ; 
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NMR (.DMSO-dt) : <J 12.83 (s, IH), 10.05 (s, IH), 836-8.29 (m, IH), 
7.93-7.84 (m, 3H) , 7.74-7.67 (m, 2H) , 7.45 (t, J = 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, 
IH), 3.93 (bis, 2H), 3.24-3.16 (m, 2H), 2J6-2J0 (m, 2H). 1.74 (t, J = 2.4 Hz, 
3H) , 1.58-1.49 (m. 4H) . 136 (s, 9H) . 

5 

l^«igl|2 3(11) 

4- (3- (4-7Si?/7x-;U*;U#-;i/75y) 7x-;|/) -2H- 




10 TLC:Rf 0.24(^no3t;;UA : jjl^'y-;!.: »K=8 : 2 : 1) ; 

NMR (DMSCK) : ^ 12.88 (s, IH) . 10.71 (s, IH) , 931 (bre, 2H) , 9.24 (brs, 
2H) , 837-834 (m, IH) , 8.19 (d, J = 9.0 Hz, IH) , 8.13-7.87 (m, 7H) , 7.79-7.76 (m, 
1H),736 (t,J = 8.1Hz,lH),736 (d, J = 7,8 Hz, 1 H) . 

15 ^ttW2 3 (12) 

4- (3- (2- (2--;?/5=-;P75yx^;i/^:i-) T-fe^^JUTSy) 7x 
-;i/) -2H-7^'7->'>-l-^>-««« 
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o 




N 



CH3 



TLC : R f 031 (^'□□3J^;^A: ^(.^ /—)[,: 2 8%7>=E~77i(.= 9 : 
1 : 0.1) ; ■; - 

NMR (DMSO<) : <5 12.85 (s, IH), 10.72 (s, IH), 10.23-10.00 (br, IH), 
5 8.35-831 (m, IH) , 7.91-7.84 (m, 3H) , 7.78-7.68 (m, 2H) , 7.48 (t, J = 7.8 Hz, IH) , 
7.27 (d, J = 7.8 Hz, IH) , 3.48 (s, 2H) , 339-3.29 (m, 2H) , 3.02-2.94 (m, 2H) , 2.75 
(d,Js4.8Hz,6H). 

jli6giJ2 3 (1 3) 

10 4- (3- (4-*;i'A*^'r;i'y^u;i/75>') 7xn;i/) -zu-y^fy 



TLC:Rf 0.52 (i'PO*;UA : >3'/-;U=8 : 2) ; 
NMR (DMSO-d.) : 5 12.83 (s, IH), 10.07 (s, IH), 8.35-8.32 (m. IH), 
15 7.94-7.86 (m, 3H) , 7.75-7.69 (m. 2H) , 7.46 (t. J = 7 J Hz, IH) , 7.26-7.22 (m, 2H) , 

234 
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6.73 (s, IH) , 2J3 (t, J = 7.8 Hz, 2H). 2.10 (t, J = 7.5 Hz, 2H), 1.84-1.74 (m, 2H) . 
3 (14) 

4- (3- (4- W- t--:/h=¥'>iJ)V^=-)V-N-}^^Jl'TS./) 



TLC:Rf 030 (^'OO^jUA : ;)C^'y-JU= 9 : 1) ; 
NMR (DMSCKi) : 5 12.84 (s. IH), 10.08 (s, IH), 835-832 (m, IH), 
7.92-7.84 (m, 3H) , 7.74-7.66 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.23 (d, J = 7.8 Hz, 
10 1H).3.20 (t, J = 6.6 Hz, 2H), 2.76 (s,3H),230 (t, J = 7.5 Hz, 2H) , 1.81-1.72 (m, 
2H),135 (s,9H). 

Ilifigli2 3 (1 5) 

4- (3- ( (2E) -5-t^:/h+->*;i'Jt?r.;u7^y-2-'^>5^y 
15 -f;W75y) 7x-;w -2h-7^'7>'>-i-*> 



o 




l3 



CH3 
■CH3 
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TLC:Rf 0.40 (i^ un-^^JlA : 9 : 1) ; 

NMR (DA«0-d«) : 8 12.85 (s, IH), 10.15 (s, IH), 8.38-8.29 (m, ik), 
7.96-7.82 (m,^H) , 7.80-7.67 (m, 2H) , 7.49 (t, J « 7.8 Hz, IH) , 7.26 (d, J = 7.8 Hz, 
5 IH) , 7.00-6.84 (m, IH) , 6.18-6.06 (m, IH) , 3.13-2.99 (m, 2H) ,2.40-2.25 Gn, 2H) , 
U6 (s,9H). 

g^Mig!12 3 (16) 

4- (3- (3- (t -:/h=^^->*;i/3j^-;u7^y) :;^pkf:t-r:;u7 = /) 

10 7xr:;l/) - 2H-7^7V>- 1 -:i-> 

o 



TLC:Rf 0.43 (.i^unt^JlL. : /-if /-)l=9 : 1) ; 
NMR (DMSO-d«) : 6 1Z83 (s, IH), 10.10 (s, IH), 8.35-8.31 (m, IH), 
7.93-7.84 (m, 3H) , 7.74-7.66 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J = 7.8 Hz, 
15 IH) , 6.86 (t, J = 5.1 Hz, IH) , 324-3.18 (m, 2H) , 2.52-2.44 (m, 2H) , 136 (s, 6H) . 
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^mm2 3 (1 7) 

ype;i'j!i;i/3t?-;i'75y) 7x-;w -2H-7^'7>?>-i-:j-> 



TLC:Rf 0.45 (^an*:;i/A : /:^/-;U=9 : 1) ; 
NMR (DMSOd,) : d 12.84 (s, IH), 10J4 (s, IH), 8J8-8.29 (m, IH), 
7.94-7.84 (m, 3H) , 7.77-7.66 (m, 2H) , 7^0-7.42 (m, 2H) , 7 J6-7.20 (m, 6H) , 5.04 
(s, 2H), 3.08-2.96 (m, 2H), 1.75-1.64 (m, IH), 1.53-1 J6 (m, IH), 1.00-0.90 (m, 
10 IH), 0.85-0.75 (ni,lH). 

^mmZZ (18) 

4- (3- (5- (N-'^>i?;U^+->*>'p3}?-;i/-N-77>-3— f 




237 



WO0(V44726 



PCT/JP(MV00319 



0 




TLC:Rf--0.44 (i'DD4^Jl/A : ;*^'/-;|/=9 : 1) ; 
NMR (DMSO-dj) : <5 12.83 (s, IH). 10.05 (s, IH), 835-8 JO (m, IH), 
7.92-7.85 (m, 3H) , 7.74-7.67 (m, 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.35-7.22 (m, 6H) , 
5 5.04 (s, 2H) , 4.50-4.40 (m, IH) , 3.88-3.78 (m, IH) , 3.72-3.67 (m, IH) , 3.62-3 J3 
(m, 2H), 3.21-3.14 (m, 2H), 2J6-2.27 (m, 2H), 2.15-2.03 (m, IH), 1.92-1.80 (m, 
IH), 1.62-1.48 (m.4H), 

jliag!l2 3 (19) 

10 4- (3- (2- (2-^;i/3t^uyx5^;i/5=-:t) 7-fe5^;P75y) 7x-;W 
-2H-73'7-:'>- l-:t>-«Ki!ft 



o 




TLC:Rf 0.46 (i^ nn^JUA : ;*^y-;U= 9 : 1) : 
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NMR (DMSCK) : <J 12.86 (s, IH), 10.86-10.67 (br, IH), 10.67 (s, IH), 
8 J7-8.30 (m. IH) , 7.95-7.85 (m, 3H) , 7.79-7.68 (m, 2H) , 7.49 (t, J » 7.8 Hz, IH) . 
7.28 (d. J = 7.8 Hz. IH) . 3.98-3.89 (m. 2H) . 3.79-3 JO (m, 8H) . 3.15-3.00 (m, 4H) . 

5 ^16^2 3 (2 0) 

4- (3- (2- (2-*Ji'*ijyxf-;p:i-+-» 7-l:5^;i/75y) 7x- 



10 TLCrRf 0.16 (i'nn^jl.A r.ji^'y-;u : |^K=8 : 1 : 1) ; 

NMR (DMSO) : (J 1Z85 (s, IH), 9.89 (s, IH), 835-832 (m. IH), 7.91-7.88 
(m, 3H) , 7.78-7.70 (m, 2H) , 7.49 (t, J = 7.8 Hz, llfi , 730-7.27 (m, IH) . 4.08 (s, 
2H), 3.65 (t, J = 5.7 Hz, 2H), 3.56-350 (m, 4H), 255-250 Gn, oveilapped DMSO, 
2H), 2.46-238 (m.4H). 



TLC : R f 053 {i7UUiii)\>L : /^'/-jl/^S : 2) ; 
NMR (DMS<M^ DMSO » 2.49ppin) : 5 12.85 (s, IH) , 10.84 (bra, IH) , 10.25 
(s, IH), 835-832 (m, IH), 7.99 (s. IH), 7.91-7.85 (m, 3H), 7.74-7.71 (m, IH), 
20 7.49 (t, J = 7.8 Hz. IH), 7.29 (d, J = 7.8 Hz, IH), 4.20 (s, 2H), 3.96-3.85 (m, 6H), 




15 
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3J2-339 (in,4H),3.11 (iii,2H). 
l/2BkSJft: 

TLC : Rf 0.23 (i' o niJ>;|.A : Z^' »Si= 8 : 1 : 1) ; 
5 NM R (DMSO) : S 1186 (s. IH) , 10.02 (s, IH) . 9.68 (bis, IH) . 836-8.32 (m, 
IH), 7.92-7.88 (m. 3H), 7.76-7.69 (m, 2H), 7J1 (t. J = 9.0 Hz, IH), 731 (d. J = 
9.0 Hz, IH) . 4.18 (s, 2H) , 3.88-3.68 (m, 6H) , 3.40-2.90 (m, 6H) . 

10 TLC:Rf 038 (i'Dn!lN;UA ; ;t^/-;i,= 9 : 1) . 

NMR (DMSO) : a 12.86 (s, IH), 10.08 (s, IH), 9.78 (brs, IH), 837-831 (m, 
IH). 7.93-787 (m, 3H), 7.77-7.68 (m. 2H), 731 (t, J » 7.8 Hz, IH), 730 (d, J a 
7.8 Hz, IH), 4.21 (s, 2H), 4.02-3.93 (in. 2H), 3.91-3.85 (m. 2H), 3.76-3.65 (m. 
2H), 338-330 (m, 2H), 3.46-336 (m, 2H, oveilapped with H,0), 3.21-3.06 (m, 

15 2H),232 (s,3H). 

nmm2 3 (2 1) 

4- (3- (2- (2-*;U3j?ijyz5^;Pf^:t) -2-;j<?;i/:/ni;;i--;u 



20 
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TLC:Rf 046 (i^nn:i^;i/A ; ^^y-;!'^ 9 : 1 ) ; 
NMR (DMSO<g : S 12.86 (s. IH), 10.95-10.80 (br. IH). 9.76 (s, IH), 
836-8 Jl (m. IH) . 7.96-7.81 (m, 4H) , 7.76-7.71 (m. IH) . 7.49 (t, J = 7.8 Hz, IH) , 
7.30 (d, J = 7.8 Hz, IH) . 3.95-3.83 (m, 2H) , 3.75-3.62 (m. 2H) . 3.47-3.32 (m, 2H) . 
5 3.25-3.15 (m, 2H) , 3.08-2.92 (m, 4H) , 1.60 (s, 6H) . 

^«W2 4 ^11181012 4 (1) 
^Jfi«4.(2) ■C»ifil/fcfl:^«(D«*Dr)t||J|«2 3 (17) 

4- (3 - (h9>X-2-75y'^5^;i/i^i7D^nt;;i.*;i/4«z:;UT5y) 
15 7x-;P) -2H-7^'5v;>-l-:t>-ttK« 




TL C : R f 0.48 (ftttX^jl. : Bj5« : *= 3 : 1 : 1) : 
NMR (DMSOhO : S 12.84 (s, IH). 10.59 &, IH), 835-8 JO (m. IH), 8.05 
(bis, 3H) , 7.94-7.85 (m, 3H) , 7.76-7.68 (m, 2H) , 7.47 (t, J = 8.1 Hz, IH) , 7.24 (d, 
20 J = 7.5 Hz, IH) . 2.88-X74 (m, 2H) , 1.95-1.89 Gn, IH) . 1 J8-1.44 (m, IH) . 1.10- 
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1.04 (m, IH) , 0.97-0.91 (m, IH) . 
^ttW2 4 (1) 

4- (3- (5- (T-h7kHn77>-3— f;W75/) AUiJjPJsy) 



TLC : Rf 036 ii^un^JVA : : mm=9 : 1 : 1) ; 

NMR (DMSO^ : 0 IZ8S (s, IH). 1026 (s, IH). 8.95 (bra, 2H). 8J7-8J1 
(m, IH). 7.94.7.85 (m, 3H) . 7.76-7.68 (m, 2H), 7.46 (t, J = 7.8 Hz, IH). 7.24 (d, J 
10 = 7.5 Hz, IH). 3.92-3.72 (m, 4H), 3.67-3 J9 (m, IH). 197-185 (m, 2H). 2.42- 
136 (m, 2H) . 124.112 (m, IH) , 104-1.92 (m, IH) . 1.74-136 (m, 4H) . 

4- (3- (5- (2-pl h4^S/X5';P75y) A'WU;U75y) 7x:2;W 
15 -2H-y9yi^>-l-yf>-^^ 
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o 




^16012 OTfijiLfcft:^* (1 0 Omg) ^^Zf2->^ h+vX^JUZ^ 
> (OJOmt) ©S^i«*6 0'CT2l^|B«t«iLfc. SJS:S^«i&aii|8U>S 
aE*^4'y-/HC»jJ^U. ■tilClN*«fl::l-hiJ':'A*«« (O^ml) ^ 

5 IDA. s^fj^isfiT 1 i^wamiLfc. c:©sit:»c 2 nmm (o^m 1 > & 

ir-r5*58^ft^« (46.8m g) 

TLCrRf OJO (i^np^jl/A : : BK= 8 : 2 : 0.5) : 
10 NMR (DMSOd^ : » 12.85 (s,lH), 10.21 (s,lH), 8.61 (bra, 2H), 8 

(m, IH) . 7.91-7.89 (m. 3H) , 7.73-7.70 (m, 2H) . 7.46 (t, J = 7.8 Hz. IH) , 7.24 (d, J 
= 7.8 Hz, IH), 3.56 (t, J = 5.1 Hz. 2H) , 3.28 (s, 3H), 3.08 dn, 2H) , 2.91 (m, 2H), 
137 (m,2H), 1.63 (in.4H). 

15 ^»W2 5 (1) -^-niSmzS (2) 

2-;th=^^vX9^;U75>(Df^t>0lC«ar«75>ll|l»fl:*fflt»T, 
««2 5T^5n5:^ffi<i:(aitt<0JifP»Ct!E^T, £tT©*5g?«fk^1»*»t. 

^MW2 5 (1) 

20 4- (3 - (5- (N-2-p< h+->Xf-;i'-N-^5^;i/75y) AUU;!/ 
75/) 7xx;U) -2H-7^9":^>-l JfiKtt 
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0 





•Ha 

o 



I 

CH, 



TLC:Rf 0.23 (i'nQ5j>;i/A : p(^'y-;>=4 i) ; 
NMR (DN^OA) : « 12.86 (s, IH), 1027 (s. IH). 9.88 (brs. IH). 8J64!32 
(m. IH), 7.90 (m. 3H), 7.73 (m, 2H), 7.47 (l, J a 7.2 Hz, IH). 7.24 (d, J » 7.2 Hz, 
5 IH) , 3.66 (t, J = 5.0 Hz, 2H) . 3.28 (s, 3H) . 3.27-3.00 (m, 4H) . 2.73 (d, J » 4.4 Hz. 
3H) , 2.40 (m, 2H) . 1.64 (ni, 4H) . 

nmm2 5 (2) 

4- (3- (5- (N-2-hHD+->x^;U-N-pt5^;i.75>') KUU 

10 ;P75/) 7xx;w -2H-y^7':^>-i-:t>'ismm. 



TLC : Rf 0.10(i'nD*;PA: pi^'y-)^ : B»=8 : 2 : OJ) : 
NMR (DMSCW^ : 6 1Z84 (s. IH) , 10.22 (s. IH) . 9.54 (bis, IH) . 8 J5-8 32 
(m. IH) . 7.91-7.89 (m, 3H) . 7.73-7.71 (m. 2H) , 7.46 (t, J = 7.8 Hz. IH) , 7.24 (d, J 
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= 7.8 Hz, IH) , 3.72 (t, J = 5.0 Hz, 2H) , 3.18-3.05 (m, 4H) . 2.74 (d, J « 4.5 Hz, 3H) , 
142-237 (nj,2H), 1.67-1.61 (ni,4H). 

5 5-::/n^nuij;i/^D7-f H 



5^;U*>!UA7iKS2«lnAm Jk^&T^+tPiJJI/^nT'f K (0.9ml) 

10 SHft^ft (2J7g) 

NMR (CDQ,) : 0 3.41 (t, J = 6.0 Hz. 2H) , 2.95 (t, J =6.8 Hz, 2H), 2.01-1.79 
(in,4H). 

15 5-:/p^;'CU'j;i'»-'^>v?;wxxx>ip 



'<>->*;P7;i'n-;u (0.93ml) <D^{t^'f-i^> (2 omi) sjUcfc, jk?& 
Th'Jx5^;W75> (1.4ml) tj^#«i|5T«jfiLfcfl:^4» (Z26g) 
'Aiax. afiT*l«««»Lfc. KjSS^ttfci NtSK*in>t. «[fl:;t5^u> 




5-:/n€/'?i>'j;ua (uig) oiift^^u> (2 0mi) ismz. v 
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Sit^m (2J5g) 

T L C : R f 0.26 (^^•^> : »Kxf^;i.= 9 ; i ) ; 

NMR (CDQ,) :6 739-7^1 (in,5H), 5.12 (s.2H). 3.40 (t, J = 6.4 Hz. 2H), 
2.40 (t, J = 7.0 Hz, 2H) , 1.98-1.72 (m, 4H) . 



10 6 T»fi t^tft^lh (2J4g) Ci'Ji^'f-)\,^)Vh7 ^ K ( 2 0 ra 1 ) 

StttC. 7^;K5K*'J':7A (l.79g) *lD*8 0"CT2l^mSt»U/S:. & 

*7Ai?av h^v7>f- ('\=^^-!*-> : B«xf^;|,= 3 : 1) 
15 T®«»tttt* 5«Hfl:^« ( 4 4 2 m g ) 

T L C : R f 0J2 i^^-^y : »KX5^;U= 3:1): 
NMR (CDCl,) : « 7.90-7.78 (m, 2H), 7.70-7.66 (m, 2H) , 7J7-7.29 Gn. 5H) , 
^ 5.11 (s, 2H). 3.73-3.67 (m, 2H), i45-2J7 (m, 2H), 1.75-1.68 (m, 4H) . 

20 »#«8 

5- (1. 3--:^^+y-f y'f >H'J>-2-'f;w 



5 




246 



wo 00/44726 



PCT/JP00«03I9 




##«^7-e«jfiLfcft;^«) a89g) <DX3^y-Jl (8 Oml) T 
JU:f>»fflaTT5XA7>":7A-^« (8 5 3mg) 41aA. **»HSC 

5 **«?q<b^« (l.88g) 

TLC : R .f_. 0J6 (i' nDJjNjUA : 9 : 1) ; 

N M R (CDQ,) : 6 7.90-7.79 (m. 2H) , 7.77-7.67 (m, 2H) , 3.72 (t, J=«.6Hz, 2H) , 

2.41 (t. J=7.0H2. 2H) . 1.84-1.60 (m, 4H) . 

10 »#gl|9 

9 o 



a 




##«8-C»3tt)S:fl:^* (3 9 7mg) (DiSiXt^'f'Vy (l.6m 1 ) 

k:. -:?/^;|'3^;1'A75 KSijSSDoA. Jk?&T:t+if'j;i'^0 7-f K (o.i4 
s) ^mit, 

NMR (CDQ,) : « 7.90-7.81 (m,2H), 7.79-7.68 (ni,2H), 3.75-3.68 (in,2H), 
3.00-Z93 (m, 2H) , 1.81-1.67 (m, 4H) . 

20 l^i6W2 6 
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4- (3- (5- (1. 3-z^:i-^V^^^^>\t>}^y-2-^)V) 
75^) -4-i'DD7xr;i/) -2H-7^95?>-l-;j-> 



O 




4- (3-7S/-4-droD7x-;W -2H-74'7>'>-l-:i-> 
5 (3 8 6mg) , i;^5';P75yt;'J-:?> (l 7mg) S^«(OlfiJS?> (6 
ml) *»T##«9-C«iSl.fcfl:&« (4 14mg) <omt^9- 

u> (2ml) saTiMcawbzt. «fta%&««u t^k^ 

t H D 7 7 >T*j^ Lfc. » 6 tlit a«:Sx h 7 1 K n 7 7 >TII«ii L. 
«T©«tttt«WTS*l6Wfk^4fc (4 7 Img) 
10 TLC:Rf 0^ (»»Xf^;i/ : /N+if>= 1 : 1 ) ; 

NMR (DMSO-(0 : d 12.87 (s. IH), 9.62 (s, IH). 8J«30 (m, IH), 7.91- 
7.79 (m, 7H) , 7.73-7.60 (m, 2H) , 7 37 (dd, J=8.2. 2.0 Hz, IH) . 3.58 (t, J a 6.4 Hz, 
2H). 2.42 (t, J = 6.0 Hz, 2H), 1.63-1.59 (m, 4H) . 

15 »ltW2 7 

4- (3- (5- t-:/h+-^*;|,:i?-;U75yn^ij;U75y) -4-^ 
an7x-;i.) - 2H-73'7-:^>- 1 -:j->. 
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IIJt0^2 6TKifiL.?t<fc^* (2 19mg) <JiX9J—)V (9ml) ^W. 
\Z. tH7'^>-*»«! (0.22ml) *1D*. 2I^Wa«bfc. 
iS^4)J*ail8t. (2ml) T^IRU, J^- t -:/h^'i/*;i/3i? 

5 :z)Vi?l3-ifs^-Y (0.6ml) *liOA. S^fi^ttSSIttLfc. 
aaE*->'J*y;i'*7Ai'nThJ^97-r- (BKx^;!. : A4^-y->= i : 
1-2 : 1) T»«U. £iTO«ttlt*»-r5*ai|qfl:^« (16 3mg) 

TLC : R f 0.26 (»KX^;P : ^+-y->= 2 : 1) : 
10 NMR (CDQ,) : 8 10.52 (s, IH), 8.63 (d, J = 2.2 Hz, IH), 8.54-8.49 (m, IH), 
7.85-7.79 (m. 4H) . 7.53 (d, J = 8.2 Hz, IH) , 7.32-7.27 (m, IH) , 4.70-4.58 (br, IH) , 
322-3.13 (m. 2H) . 2J0 (t, J > 7.4 Hz, 2H) , 1.86-1.72 (m. 2H) ,1.66-1.52 (m. 2H) . 
1.43 (s,9H). 

15 »ttW2 7 (1) 

4- (3- (N- (5-t-yh+->*JU*-;P75/AUiJ;l.) -N-;l 
?;U7$y) 7x-;|/) -2H-7^'9i?>- l-:t> 
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4- (3-7Sy-4-i^nn7xr:ju) - 2 H-7^7-;;>- i -3t-> 

TLC:Rf 0J7 (i^an^jlA: : 1) ; 

NMR (DMSO^ : « 12.87 (s, 1H).8J6^ (m, IH), 7.94-7.84 (m, 2H), 
7.70.7.44 (m, 5H). 6.76.«.66 (m, IH), 3.22 (s, 3H), 2.85-177 (m. 2H), 121-1.99 
10 (m. 2H). 1.50-1.20 (m. 13H). 

1, (t -yh*->*;i/!H=;w if7=.if> 



IS if7=^if>mmm. (2.44g) ®i;:j-:^^-!J-> (50ml) »«k: 5 N*»fl::»- 
h'J0A7k»«tv- t -rh+->*;U4?=;i^:;*-3j?:}t-h (i 3rai ) 
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4«Hft^% (3.87 g) mft, 

TLC:Rf 0J2 (i^ PDil^^UA : ;jt^y-;U= 9 7 : 3) ; 
5 NM R (DMSOA) : « 10.15 (bis. IH) . 8.53 (bis. 2H) , 1.40 (s, 18H) . 



OTSifiL-fefb^* (uog) (D«[fl:p<f='l^> (4 0ml) 
h 'J X'^JVT 5 > (0.65m 1 ) tUMi h U 7;P:i-Oil5K (o.75m 1 ) * - 7 8 

TLC : R f 0.81 (i^DOjJxjPA : >l^'y-;U=9 7 : 3) ; 
N M R (DMSO-d.) : « 11.05 (bis, 2H) . 1.45 (s, 18H) . 

20 llttW2 8 

4- (3- (5- (2, 3-h::^ (t-:/f«+->*jU3f?-ji/) ffr-vj) 
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10 



20 




^»l15T«jfiL/fcffc^«r (12 2mg) C>?pC5^;|/*Jl'A75 j.- (4^ 

1 ) mmiz ky x^jwj^ > (0.10m 1 ) timm 1 1 T«jfiLfcfl:^«i\i 

2 8mg) fi^ttSSa-caWU;?:. Sl£;fi^*«jittU, ss^ 

7 9 y '>i* 9 A n V h 5^9 7 £tT®«tt«*Wr-5*a 
(14 Img) 

NMR (DMSOhU : 3 1184 (s, IH), 11.48 (s, IH), 10.07 (s, IH), 8J6-8.24 (m, 
ffl), 7.93-7.84 (m, 3H), 7.75-7.67 (m, 2H), 7.46 (t, J = 7.8 Hz, IH), 7J4 (d, J = 
7.8 Hr, IH) , 3 J6-3.24 (m. 2H) , 235 (t, J - 5.2 Hz, 2H) , 1.62-1.51 (m, 4H) , 1.45 
(s, 9H) ,lJ6 (s,9H). 



»MW2 9^l8«iW2 9 (1 5) 

«16«2 3 (10) . |tclli«fi|2 3 (14) ^mmm2 3 (15) , 5I»«2 

7~*ifi«2 7 (1) *fcHll^6«^2 8■e«jfiLtfl:^««ffl^iT. Hifi^i 



Iii6ffr2 9 
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4- (3- (5-I5^;i.75/A>ij;i.75/) 7x:z;U) -2H-7^7 



5 TLCrRf 0J4(i^na3j>;UA: ;<i'y-;U:i^»=8 : 2 : 1) : 

N M R (DMSO-(g : « 12.85 (s. IH) , 10.26 (s, IH) , 8.63 (bra, 2H) , 8 Jl 
(m, IH) , 7.94.7.B5 (m, 3H) , 7.74-7.69 (m. 2H) , 7.46 (t, J = 7.8 Hz, IH) , 7.24 (d, J 
= 7.2 Hz. IH) . 2.96-2.82 (m. 4H) , Z41-2J6 (m, 2H) , 1.68-1.59 (m, 4H) , 1.17 (t, J 
»7.8Hz,3H). 

10 

TLC : Rf 0J6(^nDifc;WA: ;)t^'y-;P:B»=8 : 2 : OJ) ; 
NMR (DMSOd.) : 6 12.85 (s, IH). 10.11 (s, IH), 8J6-832 (m, IH), 8.15 
(bis, 2H) , 7.91-7.88 (m, 3H) , 7.73-7.69 (m, 2H) , 7.47 (t, J = 7.8 Hz. IH) , 7.25 (d, 
15 J = 7.8 Hz. IH). 2.96-2.89 (m. 4H), 238 (t. J = 6.4 Hz, 2H), 2.28 (s, 3H), 1.63- 
1.61 (m, 4H) , 1.15 (t. J = 7.4 Hz. 3H) . 

^»W2 9 (1) 

4- (3- (5-yni;;P75>'/twij;U75>') 7xr:;i/) -2H-7^' 
20 75?>-l-:f>-«[K14 




if ^^^^ 
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•HCI 

0 



TLC : Rf 0^1 (i7nnt^)VA : :<ffy-)V:mfgt=8 : 2 : 1) ; 

NMR (DN^O^ : a 12.85 (s, IH). 10.25 (s. IH). 8.61 (bis, 2H) . 836-^31 

(in.lH).7.94i.7.85 (m. 3H). 7.74-7.70 (ni,2H), 7.46 (t, J = 7.8 Hz. IH) , 7.24 {d,J 

5 =73Hz.lH),2.!M-2.76 (in,4H),2.42-i34 (in.2H), 1.68-133 (m,6H).0.88 (t.J 
= 7.2Hz,3H). 

*««2 9 (2) 

4- (3- (5-'ryyni;ji.75/AV'j;i.75/) 7x-;w -2h- 

10 yifyi^>-l-yl-> '^m^ 



TLC : R f 0.44U^'/-;U: iTna3h;UA:ft«=2 : 8 : 1) : 
NMR (DMSO-(U : 8 1185 (s. IH). 10.24 (s,"lH).8J4 (tas,2H), 835-8J2 
(iii,lH), 7.94-7.85 (in.3H), 7.74-7.69 (m, 2H) , 7.46 (t, J = 7.8Hz. IH). 7.24 (<I,J 
15 = 7J Hz. IH). 3.30-3.16 (m. IH), 2.94-283 (m, 2H). 2J9 (t, J = 63 Hz. 2H). 



O 
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1.68-1.62 (m, 4H) , 1.21 (d, J = 6.6 Hz, 6H) . 

5 



TLC : R f 0.22 (i;uu^)VA : : 2 8*7>^-7*=4 : 

1 : 0.1) ; 

NMR (DMSOd») : 6 12.84 (s. IH). 10.21 (s, IH). 835-8 JO (m. IH), 
10 7.94-7.68 (m, 8H) , 7.44 (t, J = 7.8 Hz, IH) , 7.22 (d, J = 7.8 Hz, IH) . 2.81-2.65 (m, 
2H), 233 (t. J = 7.2 Hz. 2H), 1.6M.46 (m, 4H), 1.40-121 (hr, 4H), 

^«W2 9 (4) 

4" (3- (2- (2-75yx5^;U:i-+>/) 7t5^;i/75/) 7x-;W 
15 -2H"7^^7S;>-l-:f> 
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o 




TLC : R f 030(.9unt^)Vl,: 2 8567>^^7*=4 ; 

1 : 0.1) : f \ 

NMR (DMSCK) -6 12.86 (s, IH), 10.03 (s, IH), 8J4 (m, IH), 8.08 (bra, 
5 3H), 7.96-7.82 (m,4H),7.72 (in,lH),7J0 (t.J»7.8Hz,lH),7Jl (d,Js7.8Hz, 
1H),4.16 (s,2H),3.72 (t, J » 5.0 Hz, 2H) , 3.05 (m,2H). 

^»W2 9 (5) 

4- (3- (S-y^jl^TSy/tUiJJPTSy) 7x^;i.) -2H-7^7 
10 v?>-l-;j->«tt[8tt 



TLC : R f 0JJ3 (ir D □ A : ;* / : 2 8X7>*r:7*=4 : 
1 : 0.1) : 

NMR (DMSO-d.) : a 1184 (s, IH), lOJO (s, IH), 8.84-8.62 (br, 2H), 
15 8 J5-8 JO (m, IH) . 7.94-7.83 (m, 3H) , 7.75-7.68 (m, 2H) , 7.45 (t. J « 7.8 Hz, IH) , 
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7.23 (d, J = 7.8 Hz. IH) . 2.96-2.73 (br. 4H) . 2.43-2 Jl (br. 2H) . 1.64-1.48 (m. 6H) . 
1J8-1.20 (m, 2H) , 0.85 (t, J = 7.2 Hz, 3H) . 

mmm29 (6) 

5 4- (3- (5-75yA-uu;u75y) -4— ;?:/Dfc:;i.75y7x-;w 



TLC : R f 035 (i'nn^JI/A : : 2 89«7>^-77K=4 : 

1 : 0.1) ; 

10 NMR (CDjOD) : 8 8.48-8.42 (m. IH), 7.98-7.78 (m, 6H) , 3.69-3.61 (m,4H), 
3.02-2.95 (m, 2H) , 2.70 (t. J = 7.0 Hz, 2H) , 1.90-1 J6(m, 8H) , 0.97 (t. J = 7.4 Hz, 
6H). 

»»W2 9 (7) 

15 4- (3- (6-pl?;i/75>"\J^tJ'y-f;i/75/) 7x=;W -2H-7 
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TLC : Rf 0.44(i'nD!j?;i'A : : »»= 8 : 2 :o^) ; 

NMR (Dfc4SOd») : tf 12.84 (s, IH), 10.20 (s, IH). 8.76^.60 (br, >H). 
8 J6-8^ (i*-IH) , 7.94-7.85 (m. 3H) , 7,75-7.69 (m, 2H) , 7.46 (t, J = 7.8 Hz. IH) , 
5 7.23 (d, J = 7.8 Hz. IH) , 189-2.78 (m, 2H) . 2.51-2.48 (m, 3H) , 2J5 (t, J = 7.8 Hz, 
2H). 1.67-1.53 (in,4H), 1,40-1.28 (in.2H). 

^»W2 9 C8) 

4- (3- ( (3E) -5-75/-3-'«^>x/-f;P75y) 7xr:;W 
10 -2H-yifyz^>-l-^> -mSi^ 




TLC : R f 0J3 (»Kx^;i. 3 : 1 : 1) : 

NMR (DMSO^g : 6 1186 (s, IH), 10J5 .(s, IH), 8J6-8,32 (m, IH), 8,02 
(bis, 3H) , 7.94-7.84 (m, 3H) . 7,77-7.67 (m, 2H) , 7.48 (t, J » 7.8 Hz, llO , 7.26 (d, 
15 J = 8,0 Hz. IH) . 6,06-5,90 (m, IH) , 5,74-5.60 On, IH) . 3 J2-3 J6 (m, 2H) , 3.19 (d. 
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Js6.8Hz,2H). 
^»W2 9 (9) 

4- (3- (5- (3-^^)l-2-y7--)\,7S.^) AUU;U7$/) y 
5 xr.;u) -2H-73'7>^>-l-:i->-iaKlt[ 



TLC ; Rf 0^(i'Pnj^;i/A:;i3'y-;P:RR=9 : 1 : 1) ; 
NMR (DMSOO : 6 12.85 (s, IH), 10.25 (s, IH), 8.68 (bra, 2H), 8J6-8J1 
(m, IH) , 7.94-7.85 (m, 3H) , 7.75-7.69 (m, 2H) , 7.46 (t, J o 7.8 Hz, IH) , 7.24 (d, J 
10 = 7.5 Hz, IH), 5.23 (u J » 7 J Hz, IH), 3.53-3.46 (m. 2H), 2.92-2.76 (m, 2H), 
2.40-2J4 (m, 2H) , 1.72 (s, 3H) , 1.67-1.60 (m, 7H) . 

l^ttW2 9(10) 

4- (3- (5- (2-:/^=.)V7iy) nuuji/jsy) ysi^M -2 

15 H-7^7v>-l-:t>-«ffliii[ 
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CH, 



TLC:Rf 0J8 (i^ODstsjWA : pt^'Z-JP : »»=8 : 2 : 1) ; 
NMR (DMSP^ : (J 12.85 (s, IH), 10.22 (s, IH). 9.08 (bis, 2H) , 8 J6r8 JO 
(m. IH) , 7.94-7.85 (m, 3H) . 7.76-7.69 (m. 2H) , 7.46 (t, J = 7.8 Hz, IH) , 724 (d, J 
5 = 7.8 Hz, IH), 3.81 (bis, 2H), 2.90.2.86 (m, 2H). 2.4 1-2J2 (m, 2H), 1.85 (t, J = 
2.4 Hz, 3H) , 1.88-1.77 (m, 4H) . 



^ttW2 9 (1 1) 

4- (3- (4-/^;P75y:r^U>IW75y) 7x-;W -2H-7:?7 
10 S?>- 1 -;i-> • 




•Ha 



TLC:Rf OJO (^^^□Jrc;^A : : »K=8 : 2 : 1) ; 

NMR (DMSO-(0 : 8 12.85 (s, IH). 10J2 (s, 1H),8.73 (bis,2H).8J7-8J0 
Gn, IH) , 7.94-7.85 (m, 3H) , 7.74-7.68 Gn, 2H) , 7.47 (t. J = 7.8 Hz, IH) , 7.26-7.20 
15 (m, IH) , 3.0O-Z87 (m, 2H) . 2.55-2.41 (m, 5H) . 1.95-1.85 dn, 2H) . 
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nmm2 9 (12) 

4- (3- ( (2E) -5-7^y-2-^>7'y^)V7s.y) yji=.)i) 

' -2H-7^7y>-l-:t>-ttttli[ 



TLC:Rf 0^1 (i'DOiJ^jl'A : BK=8 : 2 : 1) ; 

NMR (DMSO-<U : « 12.85 (s, IH), 1038 (s. IH), 8J5-8J1 (m, IH). 
7.95-7.69 dn, 8H) , 7.49 (t. J = 7.8 Hz, IH) , 7.27 (d, J = 7.8 Hz, IH) , 6.77 (dt, J = 
15 J. 6.9 Hz, IH) , 6.24 (d, J a 15 J Hz, IH) . 3.01-2.90 (m, 2H) , 2^5-^46 (m, 2H) . 

j^iaffl2 9 (13) 

4- (3- (S-J^y/tWUJUTS/) -4-i^nn7x-;W -2H- 




O 




C( 
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TLC:Rf 0.44 (i7na:t^)VM,: :;<3f^-)V:mat=8 : 2 : 1) ; 
NMR (DMSOkU : 6 12.84 (s, IH). 10.21 (s. IH). gJ5-832 (m.\lH), 
7.93-7.86 (ffl, 3H) , 7.74-7.62 (m. 3H) , 7.48-6.70 (m, 6H) , 3.16-3.09 (m, 2H) , 237 
(t, J s 7.2 Hz, 2H) , 1.68-1.44 (m, 4H) . 



4- (3- (3- (2-^;i.!^ijyxf-;w -2-?*':;U'f H) 7x:i^U) 

- 2 H - 7 ^ 9 5^ > - 1 - :r > • 



0 



10 




TLCrRf OJO (i'Dn*;|/A : ;>^^y-;^= 1 0 : 1) ; 
15 NMR (DMSOd.) : 6 12.86 (s, IH) . 10.55 (bra, IH) , 10.23 (s, IH) , 8 J5-8.29 
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(m. 2H) . 7.91-7.82 (m, 3H) , 7.72 (s. IH) . 7.58-7.47 (m, 2H) . 7.36 (d. J = 7J Hz. 
1H).3.96-3.91 (m.4H).3.78-3.70 (m.2H).3.45-3J2 (m. 4H), 3.20-3.05 (n,,2H). 

5 4- (3- (3- (3-*;i/*'jy:rnt;;w -^kh) 7x^;i.) -2h 



10 73^ 55;>- 1 -:i->Of^fcO IC 3 - t;U*U y yu t;P75 >&fflHT. 

TLC:Rf 035 (i^nn*;|.A : ; g^g^g : 2 : OJ) : 

N M R (DMSOhO : d lUl (s, ih) . 10.46 (brs, IH) . 9.04 (s, IH) . 8 J4-8 Jl 
15 Gn. IH) . 7.92-7.85 (m, 2lfi . 7.73-7.69 (m, 2H) , 7.49 (d, J = 7.8 Hz. IH) , 7 J8 (t. J 
» 7.8 Hz, IH) . 7.09 (d. J = 7.8 Hz, IH) . 6 J6 (bit. IH) . 3.95-3JH (m. 2H) , 3.76- 
3.69 (m, 2H) , 3.41-3.02 (m, 8H) , 1.88-1.83 (m, 2H) . 

*M«3Q (2) 

20 4- (3- (3- (3-^;i'5j^uyyDi;ju) -z-f-t^i'^)^) 7i- 



0 
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0 




TLC:Rf 0.43 (fnnsJ^jl/A : ^^'y-;V=l 0 : 1) ; 
NMR (DMSO) : 8 12.85 (s, IH), 10.43 (bra, IH), 10.10 (bra, IH), 8J5-8.26 
(m, 2H) , 7.93-7.83 (m, 3H) , 7.73 (s, IH) , 7.57-7.46 (m. 2H) . 7.33 (d, J = 7.5 Hz, 
IH), 3.98-3.90 (m, 2H), 3.72 (t, J = U.l Hz, 2H), 3.62-3.52 (m, 2H), 3.46-3.32 
10 (m, overlapped HjO, 2H) , 3.18-2.96 (ni,4H) , 2.04-1.94 (m, 2H) . 

m^maO (3) 

4- (3- (2-^;i/Jt^'jyi5=-;i.:t-+i/*;i.3j?-;i.7$y) 7x-;p) - 
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TLC : R f 0.79 (i'DnjJxjUA : /^^/-A : »K=8 : 2 : 0.5) : 
NMR (DMSCM,. DMSO = i49ppiii) : 8 1Z83 (s, IH), 9.88 (s, IH), 8J4-8J1 
(m. IH) . 7.91-7.87 (m, 2H) , 7.72-7.69 (m, 2H) , 7.60 (d, J = 7.8 Hz, IH) , 7.44 (t. J 
10 = 7.8 Hz. IH) , 7.19 (d, J = 7.8 Hz, IH) . 4.19 (t. J = 5.7 Hz. 2H) , 3^4 (t. J = 43 Hz, 
4H),2.56 (t.J=:5.7Hz,2H),i41 (t, J = 4 J Hz, 4H) . 

4- (3 - (2 - (2- (fc:'^U-:?>-l-'fJ|.) X^;U:i-+v/) 
15 75/7a:x;i/) - 2 H-73'75?>- 1 -:i-> • SMtlfi 

i 
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o 




4- (3 -75y7x^;V) -2H-7^7x>-l-:i->^J;aC2^ (2 

- i\i^u?f.>-i-^M 3L^)v:t=¥'» »e*ffl^>T. mmtfi^nh^ 

TLC : R f 031 (i^PD3^;PA : M^/-)V: 2 8X7>*-7*=9 : 
1 : 0.2) ; 

NMR (DMSOkO : 6 1185 (s, IH), 10J9-10.22 (bi; IH), 10J2 (s, IH), 
8J6-8J0 (m, IH), 8.01 (s, IH) , 7.94-7.86 (m, 3H) , 7.76-7.70 (m, IH), 7.49 (t, J 
10 = 7.8 Hz, IH), 7.29 (d, J =» 7.8 Hz, IH), 4.18 (s, 2H), 3.86 (t, J = 4.8 Hz, 2H), 
3J2-3.40 (m, 2H. overlapped H,0), 3J2-3.24 (m, 2H), 2.98-2.82 (m. 2H), 1.92- 
1.62 (m, 5H). 1.46-1.28 (m. IH). 

»»W3 2'-j|«W3 2 (2) 

15 mMm20 (1) T«jsi/fc<t^«i*/tnffia-r4Any>fl:ijj. ^^izs 

^«W3 2 

20 4- (3- (5- (4-/h+vtf'<'JS?>-l-'f;U) /tU'ij;i'75 / - 
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'OCH3 



TLC : R f 0.44 (i^Pn*;UA : y-J\^ : mm=8 : 1 : 1) ; 
NM R (DMSO) : 0 12.82 (s, IH) . 9.80 (bis, IH) . 9.48 (s. IH) . 835-8.31 (m, 
5 IH). 7.91-7.85 (m, 2H) . 7.76-7.73 (m, IH). 7.66 (s. IH), 739-7.27 (m. 2H). 3J6- 
3.20 (m. 6H) . 3.10-2.84 (m. 4H) . 2.46-238 (m. 2H). 230 (s. 3H), 2.16-2.04 (m. 
2H) , 1.96-1.84 (m, 2H) , 1.80-1.50 (m. 4H) . 

^»W3 2 (1) 

10 4- C3- (5^ (4-> h+->i;'^ij-:?>-i— f;i,) ni/ij;i'75y- 



TLC : R f 0.66 (5'Pnd?;l/A : : Bf8= 9 .1:1): 
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N M R (DMSO) : d 12.90 (s, IH) , 10.01 (bis. IH) , 9.73 (s, IH) . 8 J5-8.32 (m, 
IH) , 7.95-7.85 (m. 3H) , 7.76-7.71 (m, IH) . 7.66 (d, J = 7.8 Hz, IH) . 7.41 (dd, J = 
8.1, 1.8 Hz, IH), 3.56-320 (m, 6H, overlapped with H,0), 3.08-2,81 (m, 4H). 
2.52-2.41 (m, 2H, overlapped with DMSO) , 2.15-104 (m, IH) , 1.99-1.82 (m. 2H) , 
5 1.79-1.52 (m,5H). 

^»g!|3 2 (2) 

4- (3-_(5- (4-;<h+5^tr^Ui^>-l->r;i/) AUU;i/75-/- 



TLC : R f 0.60(5^na*;|/A : : »K=9 : i : i) ; 

NM R (DMSO) : 6 1186 (s, IH) , 10.02 (brs, IH) . 9.95 (s, IH) , 837-8.28 (m. 
IH), 8.14 (dd, J = 7.8. 1.8 Hz, IH). 7.95-7.85 (m, 2H), 7.74-7.68 (m, IH). 7.46- 
733 (m, 2H). 3.60-321 (m, 6H, overlapped with HjO). 3.08-181 (m, 4H), 2J4- 
15 141 (m. 2H, overtapped with DMSO). 114-104 (m, IH), 1.96-1.84 (m, 2H), 
' 1.78-1.52 (in,5H). 



10 




[mm] 
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J*^^*^^r-r5«JW 1 0 0 

•4- (3- (5-75y;tUU;U75/) 7x:i;U) -2H-7^7v> 

5.0g 

5 ' ^)\^Ji^^'>A9-)l-t)la-7.il})\^-yK7A it»mm) 0.2g 

' 7.7-7') >m-7 if :^i/K7 A mmm) o.lg 

• ana-fe-iun-x 

10 £lTO*«»*«ftfrJ:i3S^Lfcft. »j|t*l(rfeJcj:C««l,. 5ml 
■ro7>y;nc*«u «tek:J:r)J!«S«£jit. 1 7>:/;i.4'2 Omg©S 

tt«»&-&*rt-«7>y;n 0 o**»fc. 

•4- (3- (5-7Sy>'tU'j;P75/) 7xr:;U) -2H-7^'75?> 

"l-^^ 2.08 

15 •"7>nh-;i. 20g 

• SOOm 1 
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It $ O 16 9 



1. 



( I ) 




R 



(I) 



5 



(ii) S — aW» — A» 

10 ^4". A'tt 

(D -NR'C (O) 

(iD -NR\C (S) 

(iu) -NR'SO,-*, 

<iv) -CHa-NR«-ai, 
15 (v) -CHj-0-«. 

(vi) -OC (O) -X, 

(vii) -CH,-NR^C (O) -S. 

(viii) -NR'C (O) NR»-». 

(ix) -NR'OC (O) 0-X. 

20 (x) -NR"C (S) NR^'-H. 
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(xi) -NR>'-S, i)S:a 

I 

(xii) /••vj^ m 

5 R'. R^ R». R», R'. R<, R», Rio^ R,, jji3^ R,4 

A'tt 

(i) C1~8 7;U+U>«, 
10 (ii) C2~8 7;i/^r-U>«. 

(iii) Cyc»X. 

(iv) - (C1~47;J'+W» -O- (Cl-'47;p+U» 

(v) - (C l'-47;P+U» -S- (Cl~47;i'+l^» -s, 

(vi) - (C l~47;i'+l^» -NR'«- (C1'^47;U+U» 
15 (vii) - (Cyc*) - (Cl~8 7;l'+U» -S. 

(viii) - (C1-8 7;P*U» - (Cyc') t.1t\t 

(ix) - (C1~47;W=1^U» - (Cyc») - (C1~47;U+U» - 

R'«tt*«si^. ci~87;i/+;ni. c i~8 7;i'3+'>*ji.#-;i'S. 
20 7xr:;u». *Zttt7x:n;uXT««$nfcCi~8 7;w=<^;Hls«toL, 
Cyc'Stt 

(D C3-10©J|im*;ttt-i8i^JHj«, 

(ii) l-4fi<Da*K^, l-2floK«aC^*J:t;/*/tttifl®«JtR 
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(i) 

(ii) -NR'^R>»». 

(iii) Cyc»». 
5 (iv) -0R'»». 

(v) -COOR"», 

(vi) -CONR'»R"», 
(vu) CsN», 

(viii) /\ak>S^> 

^ N 

R'^ R^'^j:c^R"tt-tn-enaiLfl:i/T. 

(i) **iSl^, 

15 (ii) c i-'8 7;p=<=;u«, 

(iii) C2-'8 7;i'^r:i;i/», 

(iv) C2~8 7)U+-;|/«. 

(v) Cyc'». 

(vO C l~8 7)U3+i/$, 
20 (vii) C2~8 7;i/^r-;|.;t-*->S. 

(viii) C2-8 7;u=^^-;u:i-*->s. *>tfi 

(ix) Cyc'S. C 1~8 7)1/3+5/8. C 1 - 8 7)U+;i/f^*S, CsN 
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(i) 

5 (ii) c i~8 7;p+;i/«. 
(iii) C2~8 7;i/y:i;u«, 

(v) C 1 ~ 8 7;i' 3 4^ - ;H|. 

(vi) C2~V7->;u«. "'^ 
10 (vii) C3~8->^n7;i/+;u», 

(viii) Cy c»»tfcHl~3flOAny>flr^^T|ift$nyS:C i-syju 

(ix) c i-8 7;ua+->»T««*nfcc i-8 7;m';u3i*«fcu, 
15 satot, 

R»». R". R". R". R", R"*J:DCR"|i;E.n-fna3iLT. 
Cl~47;P+;l'«, Cl~8 7;l'3=*^>'*;|,3p-;ux, 

Cyc»«tt, 

(i) C 3 ~ 1 0 ©^*fcH^SS^«a|. $/ttt 

(ii) l~4fl<DS«M^, l~2flcOK«lB^ijJ:ac/*fcttiffl03ttj|Ji( 

25 wee y c »». C y c 'm^^ZSC y c 'Xtt-tn-fnttliLT. etT© (i) 
~ (vii) A^Satfn«l~3ao«»CJ:oTll«SnTUT%>J:U : 
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(i) c 1 ~ 8 7;i'+;i/X. 

(ii) C2~8 7;U^r-JH|, 

(iii) C2~8 7;i'*-;|/X. 

(iv) C l~8 7>/l/3+>'S. 

5 (v) C l'^ST)V3^i>'iJ)V^=.)\,m. 

(vi) :t=¥vm> iltit 

(vii) c 1 ~ 8 7;i'a=*'S/«-e«»$nfcc i ~ s Tjv^jvm 

l~8 7;p47US*fcttCl~8 7;Un+£/X, Sfctt / 

10 1 ~ 3ffl©Apy>jg^-c«ijisnfcc i'-BT)V^)vm^it\tc i ~ a 7 

R'-^JctXR'^H^n^tlSlUtUT, *«S^. CI-- AT c 

c 1 ~ 4 7;p+;i/X 
15 fc/SL. RHi>;^f^;P75y||«Sb$*v»t>o<i:r-5. ] 

2. -jftiC (la) 



20 




da) 
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R"tt 
(ii) SC— A''-A»--A»' 

(i) -NR»»C (O) 

(ii) -NR*«C (S) -S. 

(iii) -NR^.*SOj-«, 
10 (iv) -CH,-NR»*-S. 

(v) -CHa-O-X. 
(vO -OC (O) -X. 

(vii) -CHa-NR^'C (O) 

(viii) -NR«*C (O) NR«'-«. 
15 (ix) -NR»«*C (O) 

(x) -NR»'*C (S) NR»»'-ai, 

(xi) -NR 

R»*, R**. R»V R««. R»«. R»«. R»«. Rio.^ Rii.^ Ri2.^ 

R'»«, R»^'*jj:^R'*'tt-€-n-ena!uj[i.T: *«k^, ci-47;p=<^ 
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(i) Cl'-'8 7)l'^U>m, 
(u) C2~8 7;py:ii/>«. 
(ui) C y c ' 

5 (iv) - (Cl~47;i'+U» -O- (C l~47';i/+l^» 

(v) - (Cl~47;i'+U» -S- (C1~47;P+U» 

(vi) - (C1~47;P+1^» -NR'*«- (C1~47;U+U» -g, 

(vii) - (Cyc") - (C1~8 7;U+U» -S, 

(viii) - (qi^87)V=¥U» - (Cyc»*) -S, 

10 (ix) - (C l~47;i/=^U» - (Cyc'*) - (Cl~47;i/+U» 

R'««tt*«JB^. Ci~8 7;i/+>»PS. ci~8 7;i'3+->*;i/jj?-;i/«. 
Cyc'«Stt 

15 (i) C3-1 oo*IS*)ifir:aiaeim t/ttt 

(ii) i~4iHoa«jR^, i-'2a(D«tMmf-^iiU/tft\tim(r>mm 
a) 

20 (u) -NR'''R'»«i, 

(iii) Cyc'-S, 

(iv) -0R'»«». 

(v) -COORD'S. 

(vO -CONR'"R"'$, 
25 (vu) CsNS. 

(viii) /\uy>m^. 
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^ H 

Ri7. R^i'^^zfR"'it^n^tim^Lx. -J 

5 (i) 

(ii) ci~8 7;i'+;ps. 

(iu) C2~8 7;P^r-;H, 

(iv) C2~8 7;p=^'-;u$. 

(v) Cyc»*«. 

10 (vi) C 1~87;U3+5'||. 

(vii) C2~8 7;Pir:i;P;f^ie/X. 

(viii) C 2 ~ 8 7;p+:i;u;f =<^->«, t 

(a) Cyc^'S. Cl~8 7;i/3+->S. C 1 ~ 8 7;u+;i/^:i-a, -c 
SNS, *««t/tlil~3ffl©Any>ja^CJ;0B»Sn/tC 1-87 

15 )i^)im^mt>b. 

(i) *«iSC^. 

(ii) ci~8 7;u+;Hl. 

(iii) C 2 ~ 8 7;U^rrjI.S, 
20 (iv) C2-^8 7Jl^=.)im. 

(v) c 1 ~ 8 7;Hi4^->;^;u#-;i/S. 
(vO C2~8 7i^;|/S. 
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(vii) C3~8->i'n7;i/+;i/$, 

(viii) Cy c**»tfcfll-3fl©/\Qy>S(^T1tftSnfcC l-«-8 7;P 
(a) C l~8 7;Hi=*''>«T«»$nfcC l-'8 7;P+;i/«*«t)L. 

R"v R»*', R"'. R"«. R"«, R"**jj::;R"*«^-n-6nai 

SCUT. **ilC^. C1~47;P+;H. C I~8 7;l/3=I^>'*;UJJ?-Jlr||. 
10 Cyc^'Stt. i~4fl®a*]il^, i~2fflroK*jg^uj:ac/*^tt 
Cy c»«att. 

(i) c 3 ~ 1 0 (D^m^ftiirm^mmm. * ^ti 

(ii) i~4fl©a«iR^. i~2fii©««s^*j:r^/*fctti«©atjiK 

15 ^ S^O 3-10 HCllliRSfcJi-aSCAxnSIl^ at) u. 

<D (i) ~ (vii) !6^Satfn«l~3fl©«»CJ:oTll»$nT(r>Tt)<fcli: 

(i) ci~8 7;u+;i'», 

(ii) C2~87;u^^-;i'«. 

20 (iii) C 2 ~ 8 7)l'^-;P«, 

(iv) c i~87;u=i:<^>/a, 

(v) c i~87;U3^^->*;i'3pr.;px, 

(vi) ;i-+v$. 

(vu) CI ~ 8 7)U3+'>STllft$nTV»4 p 1 - 8 7)U^)im : 

25 R»»tt*«iiBi^, Aoy>]H^, -has. 7nmm> -nr^-r'^'X. 

Cl~8 7;l'+;i/S, C l~87)l/3+->S, 
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5 n*: c 1 ~ 4 t;!/*;!/* i^t>t, 

] \. 

10 T^$n42H-7:?7-:^>-l Sfctt-enso^ftttifi. 
3. ««0«H 2 OI2«iWi;«i*4«t>1-R '•«♦». R'«**t**jR:^, 

ci-'4 7;p+;i/«, c i-8 7;i'3+s/*;p4?=;u», 7x-;i.». 

tt!7xi:;WS-Cliai$*l/iC 1 ~47;U4^;U»&«toU. 

15 Cyc l~8 7;U3:^>';«7;UJi?xi;i.XTimsnTtiT*)J;Vi 

(i) C 3 ~ 1 0 SfcttGD 1 ~ 4flO!)a*i8I?^. 

1 fiO«*B^*<l:C^/*fctt 1 fl«)«jtK^^«^tJ 3 - 1 0 aoJUSRi/S: 

20 (i) 

(a) -NR'^«R>««S. 

(iii) Cyc"». 

(iv) -OR'»»X. 

(v) -COOR'"**. 

25 (vi) -CONR»'«R"«S, 
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N 

A- 

N N 
^ R»- 

R ' " 'jJ^Tlc^iST. c 1 ~ 4 7;i/+;p«, c 1 ~ 8 7;ni +->a;i.ii?- 

cy c **ai*»c i~8 7;i'3=*'->*;P3t?-;ps-e«»snTt»Tt>J:u i 
~ 4 fil©a«lH^, 1 flo8«m^ij it^/Sfcfi 1 flosSjSlS^ s^t; 3 

15 R»**t**]8(^, /NDy>IR^, ::ihaS*;tttNR"'R»i»S*a*)T 
-JRJC (I a) T**n5lll«©ttH2E«Ofl;^«. 

4. lt«0«H2gB«0-iR« (la) K^l^T, 

20 A»«i3j:J^A^'*<»*<D«H2i|iIi;3ftl*?^«t>L. 

A»*75t (ii) -NR'^'R^'-X. (iii) Cyc*«», (vii) -CsNS*;t 
tt (via) /Nay>lS^-**t>-r*^ fcfc'U. A"d<NR'"R'»«S*St) 
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»£mro»**toL. Cyc»'*t. C l~87;i.+JU«, C2~87;|.y- 
C2~8 7;p+:i;i.«. c i~8 7;i/3+->x. ;i-+ys. ;6j;ucc 
5 i~8 7;i'3+'>»tcj:t>Tiift3nfcc i~87;u+;usd»sii}i$n-5 

l~3fi (Cl'>'8 7;l'+;U«. Cl~87;P:3+v'». *cfcUtCl~8 7 

1 «©«JtH^ *#tr 3-10 «o*lllifett-s8S^V 

5. ««©«H2H2«{DHRSC (la) K*JHT. R*»*t*KI|, CI- 

8 7;p+;ns, ci'>'8 7;i.3^j/», *)ttti-3flOAny>H^T« 
«$nTv>*ci - 8 7jp:*i;p»*/tttc 1 -8 7;i'3+s/S*at)ri»* 

15 co«B2tBIK0{b^tt. 

6. ll«<0«il2E«O-«iC (la) C^l-iT. 

A»**j:r;A»*Atit«0iBii 2 oi3«iBi (;jt**«t>u. 

20 A"A«NR»«C (O) »*«feri»*CD«l!2C«Oft^«. 

7. fk^«*t 

(1) 4- (3- (t Kn+->;)tf-;w 7x-;W -2H-7^5v>-l- 

25 (2) 4- (3- (75y>*^;W 7xz:;W -2H-7^7>?>-l-;i->, 
(3) 4- (3- (v;<5^;P75yj?t5^;W 7x-;i/) -2H-7:J'7v>- 
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1 -^>, 

(4) 4- (3- (5- (t -:^h+->*;i/4*x;i/75/) /ti^ij;i/75/) 
7xr:;u) - 2H-7^'7-:?>- 1 -:f >. 

(5) 4- (3- (2- (t-:/h4^J^*;i.4?-;i.75/) 7-fe5^;i/75/) 
5 7xz:;U) -2H-73'7V>- 1 -:i->. 

(6) 4- (3- (4- ('^>if)V^=¥'>i]}l^-)l'TS. J) f^^))VTi/) 
•7ji-M -2H-7^'7-:?>-l-:tX 

(7) 4- (3- (6- (t -yH+v*;i.3p-;u75y) '\^-y-y-fji.]^5 

/) 7xi:;P>.--2H-7^7>?>- !-:*•>. 
10 (8) 4- (3- (3- K>v;i/:t=*^S/*;U!j?-;U75>') :/pfc::i--;u7 
Sy) 7x-;W -2H-73'7V>- 1-Jf>, 

(9) 4- (3- (2- {\.--fh^:/i3)V-!l^-)VT^J) T±=f-)V7^J^ 

(10) 4- (3- (3- (t-:fh=¥z^t!A^-)V7^/) -fuyat-jvy 
15 7x-;U) -2H-7^'v-:?>-i-:i->. 

(11) 4- (3- (1 - t -:/h+->*;P3p-;ut;'^ij v>-4-'r;w*;u 
3j?-;u75y) -yx.-M -2H-y^'7-y>-i-:t>. 

(12) 4- (3- (4- U--:fV=¥z^i3)l^-}l'75./) y^'JJVTS./ 

20 (13) 4- (3- (5- (t--:fh^z/i3)i^-)V7s.y) AUUJij^y 

^=f-M 7x:i;l') -2H-7^7>'>-l -:*■>. 

(14) 4- (2- (5- (t -:/h+->*;P3j?-;l/75y) A^'j;i/75/) 
7x:z;W -2H-73'7>?>-l-:t>, 

(15) 4- (3- (3- «>K-;|/-3-'f J«^) ynt::l-;i;U75>') 7 
25 xz:;U) -2H-7^'7V>-1 

(16) 4- (3- (5- (^;l^3tc'J>-4-i';W /'?UU;U75y) 7xn 
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(17) 4- (3- (2- (fcr'J-:?>-4-'f;W 7-t^)l7^y) yji-)V) 
- 2H-7^7v>- 1 -:t>. 

(18) 4- (3- (5- (fc!n'J-:?>-l-'f;|.) AUij;W75/) 7i- 
5 JV) -2H-y9yi^y-l-it>, 

(19) 4- (3- (5- (>?>?;i/75y) AU'J^UT^y) 7x-;i.) - 
2H-7i'75?>-l-:f>, 

(20) 4- (3- (3- (tf'J5?>- 3 -<;!/) :/nt::j-^;u7s y) 7x 

10 (21) 4- (3- (5- (N-;<f-;|/-N-t-:rh4->*;U#-;i.75y) 
nV^}}V7iJ) Vx.=.)V) -2H-73'75?>-l -:«■>, 

(22) 4- (3- (2- (2- (t-yh+>'*;Pjl«-;U75/) X5=-;Uf^ 
:t) 7-t5';W75>') 7i-;i/) - 2 H-7^5S^>- 1 

(23) 4- (3- (2- (N- (2- ( t h:|^->*jUj|?- J|,75 / ) X 

15 -N- t-:rh+'>*;W3l?x;i.75y) 7-fe^;i'75y) 7xx;w 

-2H-7^'5v?>-l-:^X 

(24) 4- (3- (5- (t-:rh+->*;U4?x;i/75y) f\]y^nV:t^zy) 

-2H-7^'75?>-l-3^X 

(25) 4- (3- (2- (3- (t--7'h+->*;i.#x;i.7sy) 7ix;i/) 
20 7-fe^;U7sy) 7xx;i/) -za-y^^vy-i—ty. 

(26) 4- (3- (3- it-'ifh^i^i3)Vi^=.)V7^J 
)VT^J) 7xX;W -2H-7^9S^>-l-:t>. 

(27) 4- (3- (h7>X-4- (t-:/h+'>*;i/;J<x;P75/;<^;i/) 

j'^n^^i'>;p*;U3}?x;U7S/) 7xx;w ,-2H-7^95?>- 1 

25 >. 

(28) 4- (3- (4- {t-:/V^=yi3)V-^-)V7%J) ->irD'\+->;U 
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(29) 4- (3- (4- (t-:/m^->*;i.d?:z;U75y^^jP) ^>^M 
)V7S.J) 7xz:;W -2H-7^7y>-l-;i->. 

(30) 4- (3- (2- (4- (t-:/h + v*;i/4?Ii;i/75y) 7x-;U) 
5 7-l:^;U75/) 7xr:j|/) -2H-73'7v>-l-:i->, 

(31) 4- (3- ((E) -3- (1- it-fh^z/ijJl^-M -i^yv 

-;u-4— f;w yD'^y<;i.75y) ^xzup) -2h-7^'5v>-i 

(32) 4- C3— (5-75/;lWUJP75/) 7xz:;U) -2H-7^7 

10 

(33) 4- (3- (2-75y7-l:^;P75/) 7x:i;P) -2H-73'7 
1 

(34) 4- (3- (6-75/'s*-tJ-y-f;i/75y) 7x:i)W -2H-7 

15 (35) 4- (3- (2-75/7-fe^;W75/pt^;W yx.-M -2H- 
7^'95^>-l-;f>. 

(36) 4- (3- (3-7S./-/t2\i:t=.)V7^y>^'f-M 7x.=iM -2 
H-7^'9J?>- 1 

(37) 4- (3- (t;'^U>>>-4— <;I/*;WjJ?-;1'75>') 7x-;|/) - 
20 2H-7^yi^>-l-t>, 

(38) 4- (3- (4-75/:/f'U;U75//^;W 7x=:;i.) -2H- 
7^'75^>- 1 

(39) 4- (3- (5-7S/>''?l<''j;P75/'ptf^;P) 7x-;i/) -2H- 
73'vv>- 1 -JfX 

25 (40) 4- (2- (5-75/Al^'J;U75/) 7x-;i/) -2H-7^'7 
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(41) 4- (3- (5- Uf^;|.75y) /turj;|,7 5y) ^^.-^p) _2 

(42) 4- (3- (2- (2-75yx5^;|.5^:t) 7-b5^;U75y) 7x- 
-2H-7^7>'>-l-:f>, 

5 (43) 4- (3- (2- (2-75yx5^;|.75/) 7-b5^;i.75y) 7x 
-;U) -2H-7:?75?>- !-:*•>, 

(44) 4- (3- (5-TS.//M^^])V7t-^'» 7x=.;U) -2H-7^7 
i?>- 1 -^>, 

(45) 4- (2- (3-75/7xn;|.) 7-fe^;|.75y) 7xX/l) 
10 -2H-7^7-;^>-l-:t>, 

(46) 4- (3- (3- (75//^;!.) '<>i/'f;i.75y) 7xr:;i,) - 
2H-7:?7S^>-l-;i->. 

(47) 4- (3- (h7>X-4- (75y^^;U) ->i^nA=t^->JU*;i.3j? 
-;i/75y) 7iz:jl') -2H-75'5y>-l-:j->. 

15 (48) 4- (3- (4-7S>''>i'n'\+x;|,*;l,jJ?-;U75/) ^x-JU) 
-2H-7^7S?>-l-:t>. 

(49) 4- (3- (4- (75y>t5^;W 'OV-f ;i,75 7) 7xi:;i.) - 
2H-73'7v'>- 

(50) 4- (3- (2- (4-75/7x^;W 7-l:^;U75/) 7xr:;u) 
20 -2H-7^9>?>-l-:t>. 

(51) 4- (3- ((E) -3- i^s.yv-Jl-4—(M :fa^y^}V7 
; 5/) 7x-;P) -2H-7^95^>-l-:t>. 

(52) 4- (3- (7-fe^Jl<75y) 7x-;P) - 2H-7:?75?>- 1 - 

25 (53) 4- (3- (^^-^Z-OVT^y) 7x=.;U) -2H-7^7>'>- 
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(54) 4- (3- {^>V^)V7^^) y3.=.)V) -2H--P9'y'jy-i 

(55) 4- (3- (:/f^'j;U7S/) 7x-;i/) -2H-7^72;>-i- 
5 (56) 4- (3- (AUU-IUZS/) yjc=.)V) - 2 v>- l - 

(57) 4- (3- (;^'»l75.y) 7xn;W - 2H-7^7y>- 1 

(58) 4 - t3 - (:^5^;i/;^;P*z:;U75 y) 7i:::;W - 2 H- 7^ 7V 

10 

(59) 4- (2- (T-fe^^l/TSy) 7i-;|/) -2H-7^9>;>-l- 

(60) 4- (4 3- (7-fe^;i'75y) 7xi:;P) -2H-7^ 

15 (61) 4- (3- (4- (/•h^->ij)i't^-M :rf=-'j;u75y) 7x-ju) 

-2H-7i'7-;^>- 1 

(62) 4- (3- (7-th + -» 7xn;w -2H-y^f^':^>-i-^>. 

(63) 4- (3- (4-75y:r^UJl'7Sy) 7x:i;U) -2H-74'7 
5^>- !-:*->. 

20 (64) 4- (3- (,3~7S.y:fn\i:t=.)V7^/) 7:^.-;i/) -2H-7 

(65) 4- (3- (4-*;i/#+'>^?'j;i/75/) 7x-;l/) -2H-7 

(66) 4- (3- (5-t Ha=<^>'nuu;i/75/) 7xz:;l') -2H-7 
25 ^y'Jy- l-t>. 

(67) 4- (3- (4- ( t -:/h+->*;i.jpz:;u75y) y?;i/75/pi 
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(68) 4- (3- (4-7^/zr^Jl.TS.//.^M yj,-)i) -2H-y 

(69) 4- (3- (3-Xf^;U-2-5^:j-":7K K) yji-Jl) -2H-7 
5 ^7i^>-l-:t>. 

(70) 4- (3- (3-X5^;i.>>U-r K) 7xx;|.) -2H-7:?7v->- 

(71) 4- (3- (Xh+->*;i,4?-;U75/) 7xX;W -2H-7f7 
->•>- 1 

10 (72) 4- (3- (5- (t-:/K+->*;U3Sx;U75y) '^>5^;U7$/) 

:7xx;i.) -2H-73'7-:?>- 

(73) 4- (3- i5-73.J^>^)V7i/) yj^'M -ZH-y^j 
v>-l-:i">. 

(74) 4- (3- {•/u\i)V^:ttl)\^i^^)VT%/) y x.-)V) -2H-y 
15 ^'5v>-l-:f>, 

(75) 4- (3- (5- (7-t9-)VTS.^) AUU;P75y) 7xx;i.) - 
2H-73'^>?>-l-:t>. 

(76) 4- (3- (3- (3- t-:/h+>/*;U3j?x;P75yyDt:;i/) - 

2-5^:j-':7l^'f H) 7xX;W - 2 H-7^7x>- 1 -:*•>, 
20 (77) 4- (3- (3- (3-75yyot:;U) -2-^:t-:'U'f K) 7x 
-2H-y9'7'J>-l-it>, 

(78) 4- (3- (6--:?^f^;u75y'\4'U-y'f;i/75y) 7xx;i.) - 

2H-y^y'J>-\-:t>. 

(79) 4- (3- (5- (5^7'/Uy>-3-,-f;i/) /tU'j;i/75/) 7x 
25 -2H-y9y'Jy-l-it>. 

(80) 4- (3- (5- (77>-2--f Jl';tf^;l/75y) A'U'J;|.75/) 
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(81) 4- (3- (5- (N-yf-;i.-N-yni;;l,75y) nWiJ;U75 
y) 7x:i;P) -2H-7^'7>?>-l-:t>. 

(82) 4- (3- (5- (2-i?;t^;i.75/X5^;i.75/') A'UiJ>'l'75 
5 y) 7x-;i/) -2H-7^55;>-l-;J-X 

(83) 4- (3- i5-VX.f-)V7X/nW})VTS.^) yx.-)V) -2H 

(84) 4- (3- (5- {7-\i^'J>-l-^M nW))V7^y) 

10 (85) 4- (3- (5-'^>i;;|/75//tUiJ)U75y) 7xi:;W -2H 

(86) 4- (3- (5- (N- (77>-2-'f;l/) /^;i/-N-;t5=-;U7 
5/) /tW'j;i'7S/) ys.=.}V) - 2 H-7^75?>- 1 -;*•>. 

(87) 4- (3- (5- W-t-yf-)V-^-:f.9-)V7^/) nV^))V7 
15 5/) 7xr.;l/) -2H-7^7i?>-l-:i->. 

(88) 4- (3- (5- (N— ry:^f=-;U-N-;C^;i/75/) A1/U;U7 
5/) 7x:i;u) -ZH-y9yi^>-i—t>, 

(89) 4- (3- (4— t;Uj^ij>'y^ij;i.75/) 7xz:;P) -2H-7 

20 (90) 4- (3- (5- (N-X?;P-N-^?;P75/) AUiJ)I/75/) 
7x-;|/) -2H-7^'9S?>-l-:i->. 
; (91) 4- (3- (5- (^:t7x>-2-'f;M^)U75/) AUij;i/7 
5y) 7xx;|/) -2H-7^95?>-l-*>. 

(92) 4- (3- (5- (N-;)tf-;u-N— i'yyat;;P75y) AU>J;l' 
25 75/) 7x-;W -2H-73'9i?>-l-*>. 

(93) 4- (3- (5- (xh7t l«n77>-2— fJU;t5=-;i'75/) A 
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(94) 4- (3- (5-t-:r^;i/75y;'?u»j;i'75y) 7x=;i.) -2 

(95) 4- (3- (5-s e c-:/^;W75yA*uu;w75y) yx.-M 

5 - 2 H-^^'^J?^- !-:*■>. 

(96) 4- (3- (5-X^;|.75ynUij;U75y) -4-:i^Dn7x- 
;U) -2H-7^7-:?>-l-:f>, 

(97) 4- (3- (5-:rf=^;U73>'/xuij;U75y) -4-^nn7x- 

€ \ 

M -2H^73'7v>-l-:i->. 
10 (98) 4- (3- (5-t;i/*'J/AUU;>73/) -4-i7na7x-;i.) 
- 2 H-7:J'7y>- 1 -:*■>. 

(99) 4- (3- (5-f'**;u*u>'nu'j;i'75y) 7x-;i.) -2H 

(100) 4- (3- (5- (4-/^;n;^95^>-i— f;w ai/u;1'75 

15 y) 7x:i;l/) - 2 H-7^9>?>- 

(101) 4- (3- (S-v'^^;U7S>'AI/U;P75y) -4-7;P:tn7 
x=;i/) -2H-7^7';^>-l-:j-X 

(102) 4- (3- (5- (N-/^;w-N-:/nh:;i/75y) ;ti/'j;P75 

y) -4-i^nn7x-;W -2H-7^'7S^>- 1 -:t>. 

20 (103) 4- (3- (s-'f v:/^;i'75/'nuij;i'75>/) 7xr:;l.) -2 

H-7^7-y>-i-:t>. 

(104) 4- (3- (5- (tr'^'JS?>-l-'f;W AUU;U75y) 7xz: 
M -2H-73'7V>-1 

(105) 4- (3- (5- (>'t-tKn71?t:>rl-'f-'W /tU'J;U75/) 
25 7xr:;W - 2H-7^'7v>- l -3^>. 

(106) 4- (3- (5- (N-Xf=-;U-N-2-;>t h+vX^;U75>') A 
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(107) 4- (3- (5-t;i'J^UyAUij;P75/) -4-7;I.:*-D7x- 

(108) 4- (3- (5- (1. 2. 5. 6-r h7kHatf'J->->- 1 —f 
5 M nV^))lT^/) yx.-)l) -2H-75'7>?>- 1 -:t>, 

(109) 4- (3- (5- (t!a<Jv>-l— f;W AU'JJUT^y) -4- 
i^nn7x:iJW -2H-7^'7v>-l-:j->. 

(110) 4- (3- (5- ((2S) -2-M-^i^^'J')\f\iatjz^>-i- 
'f;W nU'UVl'TS/') 7xz:;U) -2H-7^7>?>- l -:t>, 

10 (111) 4- (3- C5- (1. 2. 3-hiJ7i/-;p-i— f;u) 

75/) 7x:i;i/) -2H-7^'75^>-l -;*•>, 

(112) 4- (3- (5- (N-2-;<h+J/X^;P-N-;<^;U75/) /t 

U'j;i/75>') - 4 -i;a ay x.=.)V) -2\i-y9^'J>- \—t>. 

(113) 4- (3- (5- {^S.y'J'-)V-l-^)V) nUij;P75y) 7x 
15 -;i/) -2H-7^75^>-l -:*■>. 

(114) 4- (3- (5- (3-/mri/t;nU>?>-l-'f;U) nV\))V7 
5/) 7x-;W -2H-73'75?>-l 

(115) 4- (3- (5- {3-^V^l/}i^*)'J>-l-^)V) AUij;i/7 
Sy) 7x-;W -2H-7^'7S^>-l-:r>. 

20 (116) 4- (3- (5- ((2R) 2 - i^V^i/:^f-)V\iUi)'J>- I 
)V) nV^})V7S,/) 7xr;P)--2H-7^'7-;?>- !-;*■>, 

(117) 4- (3- (5- (4-;th+'>b;'^iJi?>-l— f;i.) n\^^))V7 
Sy) 7x^;P) -2H-73'7S^>- !-:*•>. 

(118) 4- (3- (5— f y:r^;P75/nw-'j;P75y) -4-i'PD7 

25 XIIJI/) -2H-7^'7S^>-l-:t>, 

(119) 4- (3- (5- (liniJv>-l-'f;U) Al^U;i/75y) -4- 
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(120) 4- (3- (6-^;i,3j?u>"\+ify>f;i,75y) 7x-;w -2h 

(121) 4- (3- (5- (A-tHn7-brtr>-l— f;i,) A'U'j;P75y) 
5 -4-;:yDn7x-;|.) - 2H-73^7i^>- 1 

(122) 4- (3- (5- (2-tHD+->x5^;i,75y) A-UiJ;|.75y) 
yj:=.)l) -2H-7^9i?>-l-:j->. 

(123) 4- (3- (5- (3-/K+->tf^iJs;>-i— /tUij;^7 
5/) -4%.Dn7xr:j|.) -2H-7^7i^>-l-:t>. 

10 (124) 4- (3- (5- ((3R) -3-ptK+S/tf^iJ-:;>-i— f;^) 
Al^'J;P7$y) yx.=.JV) -2H-7^75?>-1 

(125) 4- (3- (5- ((3S) -3-^h^'>ii^0V>-l—f)V) 
AUU;U75/) 7xli;W -2H-73'7J?>-l-:f>, 

(126) 4- (3- (5- (3-^h=^'>\i^Vz^>-l—(M n]^^})V7 
15 5/) -A-y)V-tuy3.-)V) -2l{-y9yi?>-i-it>. 

(127) 4- (3- (5- (3-;th + i//?^;|.tf'<iJs;>-i— 
'J;U75>') 7x:i;W -2H-73'7-:?>-l-:t>, 

(128) 4- (3- U--J:f>=f-)V7iy-f'^^i)VT^J) -4-i7aayjL 
-2H-7^9i;>-l-:tX 

20 (129) 4- (3- (4-->-/5^;|.75>':/f^'J;U75/) 7x-;i.) -2H 

(130) 4- (4-i;;*^;|/75y-3- (5->';>t^;|/75y/XUU;P7S . 
y) 7x:i;W) - 2 H-73'75?>- !-;*■>, 

(131) 4- (3- (5--:^^f^;P75yAl/U>H'75-/) -4-d^on7x 
25 =;W - 2 H-7^7-:^>-l 

(132) 4- (3- (3-^;pii^u/ynt;;p;c;U3j>-;i,75/) 7x:i;u) 
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-2H-73'5i?>-l-:f>. 

(133) 4- (3- (4-=E)lit^^J y:/^)lX)Ut^-)V7iy) 7x-;W - 

(134) 4- (3- (5-^;UjJ?'jy-2. 2--:^^?^;|/AUiJ;U75/) 7 
5 Ji-M -2U-y9v'y>-\—t>, 

(135) 4- (3- (4-ypif^;i/75y:/?^;i.;^;U3jN-;w75y) 7x-;i,) 

(136) 4- (3- (4-t;u*ij/>rf^jpxji/3j^-;PT5y) -4-74.:*- 

□ 7x-;i/)2-2H-7^7-;?>-l-:t>, 
10 (137) 4- (3- (4- (3-^h+->i;^iJi?>-l— r;P) •^'f-)V7.)V 

jJ^z:;U75/) 7x-;W -2H-7^'7i?>- 1 -:t>. 

(138) 4- (3- (5- W- t-:fh^>/ti)Vt^=.)V-'H-Ji^)V7^y) 

nW))VT^/) 7x;:;W -2H-7^95^>-l 

(D9) 4- (3- (5- (N-t-:/h=t^'>*;P3p=;i/-N-ynt;;i.75 
15 y) /tUij;l.75y) 7x:i;W - 2 H-7^95^>- 1 

(140) 4- (3- (5- (N— f yyni;;i/-N- t-rh=l''>*;i.#-;u 
75/) ;tl^ij;U7S/) 7xX;U) -2H-7^7':?>- 1 -:t>. 

(141) 4- (3- (7- t-:/h+j/*;pj|?z:;i/75y'\y^/-f;i/75/) 

7x=;W -2H-7^'95?>- l-:t>. 
20 (142) 4- (3- (2- (2-t-yh+->*;VjJ?-;|.75>'X^;|.;j-:t^J/) 
7-fef';P75>/) 7xi:;W -2 H-7^75?>-l 

(143) 4- (3- (5- {n-:f^)V-li- t--^h^l/i3)Villi=.)V7i/) 
n\/\})V7S.J) 7x-;W -2H-7^75?>-l-;i->, 

(144) 4- (3- (5- 1 -:/h^^j/*;i.4?-;>75>'AU'j;u75y) - 

25 A-V-fU\i)VT^Jyx.=.)V) -2H-73^7-:?>-l-:t>, 

(145) 4- (3- (6- (N-^^;P-N-t-7'h+->*;i/:J?-J|.75y) 
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(146) 4- (3- ((3E) -5-t--:fh^'>i3Aiii=.)V7^y^>7^^ 

(147) 4- (3- (4-75y/7x-;l.*;Pjt4-;i.75y) 7x-;|/) - 

(148) 4- (3- (2- (2-J?;t^;l.75/If^;l/^;j-) 7-t9-)l7i/) 
7xr;U) -2H-7^5-:^>-l-:t>, 

(149) 4- (3- (4-*;i.A^'f;i/rf-u;i'75>') 7x:i;U) -2^- 
10 (150)4- (3- (4- W- t -:fh^i^:fj)V:ii-}l-li-;A9-Ar7^y) 

(151) 4- (3- ((2E) -S- t-:/h^'yi])V-ili-)V7S.J-2-^ 
y'rJ^)V7S./) 7x:r;W - 2 H-7^7>?>- l -;j->, 

(152) 4- (3- (3- (.t-ZfV^-/l3)V^-}V7^y) ■fu\iit--)V7 
15 5/) 7x-;l.) -2H-7^'7J?>-l-:r>, 

(153) 4- (3- (h7>Z-2-'<>v;i.:t^:^->:j!7;|/3j?-JU75y;>l5^;|. 

i'i'o:/nfcrji/*;i'jK-ji.75y) 7x-jp) -2h-7^7-:?>- i-^f 

(154) 4- (3- (2- (2-t;i.3jxUyx^;u?;f) 7i:^;i/75y) 7 
20 x=.;|.) -2H-7^7i?>-l-:j-X 

(155) 4- (3- (2- (2-^;i/j|^'jyx5^;p^+v) 7-t:?^;U7 5y) 

7x-;W -2H-7^'7>'>-l-:j-X 

(156) 4- (3- (2- (2-^;U3fc'J/X^;Uf-:i-) -2-;*^;pyDt: 
*=;i/75/) 7xx;U) -2H-7:^75^>.- l-::j->, 

25 (157) 4- (3- (h9>^-2-75/;*^;U'>i7Dynfcr;p*;|/:j?-;u 
7S/) 7xx;|.) -2H-7^'95?>-l-:tX 
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(158) 4- (3- (5- (2-;f>h^'>J:f-}l7S./) A'UU;i'75y) 7 
x-;l.) -2H-7:J'7->*>-l-:j->. 

(159) 4- (3- (5- (N-2->lK+vX5^jP-N->lf^;i.75y) /t 
UU>/I^75/) 7xr:;|.) -2H-74'5>'>-l-::i->. 

5 (160) 4- (3- (5- (N-2-t Hn+->x^;U-N-j>l^;i.75 y) 
ni^'j;P7^/) 7xx;|.) -2H-74'7v?>-l 

(161) 4- (3- (5-t-yh+v';<7JU;J?-;U75ynU>J;P75y) _ 
4-i7nn7x-;i/) -2H-7^'7>^>- 1 

(162) 4-p- (N- (5-t-:/h+->*;l,3j?-;|,75y;^^,j;^^ _ 
10 N-pCf^;i.75y) 7xx;|.) - 2 H-7^7>;>-l 

(163) 4- (3- (5- (2. 3-t::^ ( t h+->*;U7i?-;w ^^7- 

-:?/) Jt]^V)V7^y) 7xr:;W - 2H-7^7-:?>- 1 -:i->. 

(164) 4- (3- (5-X^JP75y;tl/ij;i'75y) 7xx;W -2H- 
7^7-:?>- l-:t>. 

15 (165) 4- (3- (5-:^nt:;U75y;tUiJ;U75y) 7xX;U) -2H 

-7^'7-:?>-i-:i->. 

(166) 4- (3- (5-'fyyDt;A75//tuu;u75y) 7xx;w - 

2H-7^7>'>-l-:tX 

(167) 4- (3- (7-75y'\y^y-f;i.75y) 7XXJU) -2H-7 

(168) 4- (3- (2- (2-75/X5^;i.;J-+-» 7-fe^;P75y) 7x 
-2H-73'7y>-l-:j-X 

(169) 4- (3- (5-:/f^;i^75/AU'U;i/75y) 7xx;i/) -2H- 
7^'7-:;>— 1 

25 (170) 4- (3- (5-7^ynU'))l7i/) - 4 - v^^P t;U75 y 7 
xX;W -2H-7^7V>- 1 -:t>. 
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(171) 4- (3- (6-;>tf^;|/75y<s+-lJ-y-f jU75/) 7xr;U) -2 

(172) 4- (3- ((3E) ~5-7^y-Z-y^>-ry>f)i7s.y) 7i 
5 (173) 4- (3- (4-;>t?JU75yy5^'j;i'7S/) yx=.A) -2H- 

(174) 4- (3- ((2E) -5-75y-2-'^>f-y-f;i/75>') 7x 
- - 2 H-7^'92^>-l 

(175) 4-13- (5 -75yni/'iJ ;U75y) -4-i^Dn7i-;U)/^- 
10 2H-73'7i/*>- 1 >. 

(176) 4- (3- (N-5-75yAWij;U-N-pt^;U7^/) 7xr:;U) 
-2H-7^'7>»>-l-:j->, 

(177) 4- (3- (5-i^7:i>?/AUU;U75>') 7xr.;W -2H-7 
^7y>-l-^>. 

15 (178) 4- (3- (3- (2-tJU*'jyx5=-)W - 2 -f^:*-^? U-f H) 7 

(179) 4- (3- (3- (3-^;i.*ijyyDtr;i/) ^7U'rH) 7x:::;u) 
-2H-7^'7>?>-l-3f>. 

(180) 4- (3- (3- (3-=6Jl/*ijy:rotf;U) -2-5^^C7l/-f H) 
20 7X-JW -2H-7^'7-;?>-l-:f>. 

(181) 4- (3- (2-^)}^Ttii)y3:'J')l7t^i^iJ)VT^-)l7^y) 7x- 
;W -2H-7^'7i^>- l-:t>, 

(182) 4- (3- (2- (2 - (t:'^'J5?>-l— r;U) ^f-)\,-t^i/) 7 
•fe^;P) 7Sy7x=;W -2H-73'9y>-l-:fX 

25 (183) 4- (3- (5- (4-;t h+>/i;'<'Ji?>- 1 --f ;i/) AUU)U7 
5/-4-d^no7x=;U) -2H-7^'75^>-l-;j->*fctt 
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(184) 4- (3- (5- (4-;<h + J^t:'^iJ$;>-i— ni'^))VT 

5 8. ■fb^**J 

(1) 4- (3- (5-yD^/tWU;U75y) 7x-;W -2H-73'7i; 

(2) 4- (3- (5-:^D^nuij;i.75>') -4-:^an7xr.;u) ^2 

10 (3) 4- (3- (5-'>iya«\+->;i'75//tUij;P75y> 
7xn;i/) -2H-73'7x>-l-:j-X 

(4) 4- (3- (5-'>i^n/^>^;i.75ynU'»j;i'75>/) 7xn;i/) - 

(5) 4- (3- <5-->i'a'\+>';P75/;'?l^y;U75y) 7x;:;W - 
15 2 H-7^'9i^>- 1 

- (6) 4- (3- (5- (N-;t^;U-N-2-ynt;:i;i/75/) nV^})V 
75/) 7x-;U) -2H-7^'75?>-l -:!•>. 
(7) 4- (3- (5- (2. 2. 2- h'j7;p:tnx5^;U75>') AUU;i/ 
75/) 7x-;U) -2H-7^'75?>-l -:*•>, 
20 (8) 4- (3- (5->'i'nyohf;i/75yAl/'U;i/75/) 7x:2;W - 
2H-73'7v>-l-:tX 

(9) 4- (3- (5- (S/d^n's+>/;|/;*?;P75/) Al/ij;l'75/) 7 
xn;W -2H-7^'5-:^>-l-:tX 

(10) 4- (3- (5- (N. N-tf^ {2-}/^h^l/J.J-)V) 75/) A 
25 UU;U75/) 7x=.;W -2H-7^7y>-l-:i-X 

(11) 4- (3- (5-:^:f'^>5^;P75/nU'J;l'75/) 7xz:;W - 
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(12) 4- (3- (5- (2-:/nt;-j|,7S>') ni/ij;U7$y) 7x- 

(13) 4- (3- {Z-*y9U'fa\i)V/^'f-)V7^^nv^})V75.J) 7x 

(14) 4- (3- <.h-'yi7U^>^)V:f^^)V75.ynV*})V7\J) 7x 
-M -2H-7^9i?>-l-:i-X 

(15) 4- (3- (5->'i^a:/f^J|/75yAl'U;W7S/) 7xn;^ - 
2H-7^'5>?>-l-;i->. 

10 (16) 4- (3- (5- (2-7;P:*-aX5^;i.75>') ;tUiJ;U75/) 7 
xn;U) - 2 H-7:5'7-;?>-l -:*•>, 

(17) 4- (3- (5- (2-pl^;V-2-7'n'<-;U75y) nuu)V7 
Sy) 7x-;W -2H-7^75^>-l-:j->. 

(18) 4- (3- (5- (2- (l-'>d?n^+'fc>-l-<;i,) X5';i.7 
15 Sy) AU'J;W75>') 7i=.;W -2H-73'9y>-l 

(19) 4- (3- (5- (1. 2-i?^t^;PyDt;;P75/') AUU;U75 
/) 7x=.;U) -2H-7^9J^>-l-*>, 

(20) 4- (3- (.5 -y'i; a'fa\i)V7 S. / Al^^J )V7^ /) -4-i;a 
a7x.=.M -2H-7^7':^>-l -:*■>, 

20 (21) 4- (3- (5- (2-7;U:*-UX^;U7$/) nU'j;U75/) - 
4-i^Pa7xX;W -2H-7^7>?>-l-:t>, 

(22) 4- (3- (5- (2-;t^;i/-2-:/n'tx;P75y) nv^})V7 

5/) -4-irDa7xX;i.) -2H-74'7S;>- !-:*■>. 

(23) 4- (3- (5- (2-yn'«ix;U7^/) AU'j;i'75y) 7xX 
25 )V) -2H-7^7>'>-l-;j->. 

(2*) 4- (3- (5- (2-7'Dt:x;l'7Sy) AUU;l'75/) -4- 
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(25) 4- (3- (5- {Z-:fu^-)Vt^i/7s.J) nV^})VT^J) 
7x-;U) - 2 H-73'7S^>- !-;!■>, 

(26) 4- (3- (5-'>i'n'\;/^;P75yAUiJ;W75/) 
5 -2H-7^'7-:?>- 

(27) 4- (3- (5- (2 -->7/Xf^;U75y) APU;U75y) 7x 
-JU) -2H-7^'75?>-l-:j->. 

(28) 4- (3- (5->'^n:/^;V75/nuu;i/75/) -A-i;nu 
■7x.=.)V) y.2H-7^7i?>-l-*>, 

10 (29) 4- (3- (5- (2. 6->';l^;P^;i/*iJ>-4— fJU) AUU 
;i/73y) Vs^Z-M -2H-7^'7S?>- 

(30) 4- (3- (5- (2-x?;p-4-^^;K5y*/-;p- 1— f;w 

Al/'j;i/75/) 7xi;W -2H-7^'75?>-l-*>. 

(31) 4- (3- (5-j'^D'<>^;i/75yni/ij;P75y) -4-i^D 
IS uv3.=.}V) -2H-y9^z?>-i-ty. 

(32) 4- (3- (5- {2-:f>^)V^-tX^)VT^J) /tU'j;U75/) 
7xr;P) -2H-7^75'>-l-;J->. 

(33) 4- (3- (5- (N->^;p-N-2-:/Pi;-;P75/) nw) 

)VT^J) -4-J^nD7x-;W -2H-7^9-:^>-l 

20 (34) 4-(3-(5- (i-^h+-»f-;P'>i'n'^>^;i/75y) 

'JJI'75/) 7x=;W - 2 H-7^9i'>-l 

(35) 4- (3- (5- (f-h7t HDt;9>-4— f;i/75/) /tl/'j;U 
75/) 7xrjW -2H-y9yV>~l-^>. 

(36) 4- (3- (5- (2-/h+->vi^Q'N+->;l'75>') nV^))VT 
25 5/) 7x-;W -2H-7^7>?>- !-:*■>. 

(37) 4- (3- (5- ((IS. 2S) -2-^V^i/'y9u^>J')V7^ 



299 



wo 00/44726 



PCT/JP0OIOO319 



(38) 4- (3- (5- (2-'fu^z.)V7S./) AU»J;U75/) -4- 

(39) 4- (3- (5- {2-y)V^UJL9-)VTS.J) AUU^Uj^y) - 
5 4-y)\,:tay3L-)\,) -2H-y9y'J>-l-it>. 

(40) 4- (3- (5- (xh7tHnfcf7>-4-'r;i.75/) AU'JJl. 
757) -4-:i^nn7x;::;W -2H-7^'7v>- l -:t>, 

(41) 4- (3- (5- i2-^J')VZf^)V7^J) AU'J;i.75y) 7x 

10 (42) 4- (3- (5- (N-^^;i.-N-xK7tKnt!5>-4— f;U) 

75yAuij;P75y) 7xxju) - 2\i-y9'y'J>-i-it>. 

(43) 4- (3- (5- (i;'^U5^>— 4— :*■>-! -'f;!.) ni/U;l'75 
/) 7x=.;i.) -2H-7^7i^>-l-:r>. 

(44) 4- (3- (5- ((3R) -x h 7 1 KD77>- 3 —f ;l/75 /) 
15 /tU'j;U75y) ^x^;!/) -2H-7^9i^>-l-:f>. 

(45) 4-. (3- (5- ((3S) -f-h7t H077>-3-'fjU75/) 
7tuij;i.75y) 7x-;W -2yi-y9yV>-i-it>, 

(46) 4- (3- (4-S^7y:^^'JJl'75y) -A-'J^J'}V7s,Jyx. 
-2H-7^75?>- !-:*•>, 

20 (47) 4- (3- (4-->7y:/^'J;U75>') 7xz:;W -2H-7^7 

(48) 4- (3- (5- {li-Z-^=}')V-2-lf=r-)V-n-X.-yv^ 
-yiDVmizDVTiJ) f^V^))VT%y) 7xli;W -2H-7:?7v>-l 

25 (49) 4- (3- (5- (N- 2 -7?z:;w-N- t -:/h4^->*ji,3p-;i/ 

75/) AU'J;l.75>') 7xz:;W - 2 H- 7^^ 7':;>- I 
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